BEST AVAILABLE COPY 



(i2)*H*tt*ft»lca^T»W**ifcHDBHM* 



(43) SSgtt&BB 
2002 ^11 ^28 B (28.11.2002) 




PCT 



(10) SRttBB#-€- 

WO 02/094790 Al 



(51) §®*#i<rtt& 7 : C07D 217/24, 

401/04, 451/02, 453/02, 471/04, 495/04, 239/88, A61K 
31/4365, 31/4375, 31/4725, 31/496, 31/5377, 31/551, 
31/473, 31/472, 31/55, 31/517, A61P 3/10, 7/04, 9/10, 
25/00, 25/14, 25/28, 29/00, 43/00 



(21) brum*?: 

(22) m&&mB: 

(25) m&mmanm: 

(26) B(B&M)0>SB: 



PCT/JP02/04995 
2002 ^5 ^23 B (23.05.2002) 

a*® 



(30) ££*tx-*: 

«IR200M54571 2001 *5 £23 B (23.05.2001) JP 



(71) &®X(*m£&<±Xa)fiJ£®\Z'DiyX): HI 
0 x ;U 7 y — ^7tt3£#*i (MITSUBISHI PHARMA 
CORPORATION) [JP/JP]; T 541-0046 *B5J& *DR* 
**E¥UBr-Tg 6#9#Osaka(JP). 

(72) *M*;fe«fctf 

(75) &E#/tii8A r#Si;:oivca>*;: Sift (fu- 

JIO,Masakazu) [JP/JP]; T 103-8405 II$B 4>^E B 

^S^ttft Tokyo (JP). &jg »ff (SATOHJIi- 
royukl) [JP/JP]; T 103-8405 B*«*Bf 
ZTl2f6f Hg^x ;^7-?W« JKK* 
ft* Tokyo (JP). * (NUMATA,Atushi) [JP/JP]; r 
103-8405 E&iS B*tS*PT-T g 2 * 6 * 

£S-)xi^ r - Vfcst&tt K«*a W Tokyo (JP). 

K~ (TAKANASHI,Shinichi) [JP/JP]; T 103-8405 



(54) Title: FUSED HETEROCYCLIC COMPOUND AND MEDICINAL USE THEREOF 
(54) £E<D£ft: «£^xn»fc*«fc«fctf*a>E*ffl» 




(I) 



(57) Abstract: A fused heterocyclic compound represented by the general formula 
(I): (1) (wherein the symbols are the same as defined in the description), optically 
active isomer thereof, pharmaceutical^ acceptable salt of any of these, hydrate of 
any of these, and water addition product of any of these. These compounds have 
poly(ADP-ribose) polymerase inhibitory activity and are useful as a remedy for brain 
infarction. 
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jKP (ADP-y #-*) l^giSt (Poly (AD P — r i b o s e) 
p o 1 yme rase ; TPARPJ btirir) ft, -nfyf75 

^V-^K (NAD) ZmWtVX, =3fy»7$KH^O^S: 

io shwu ADP-y'*'^iMiafi:fefu ig$d@©ADP-y 

U DNAfl fe*Mfci- S - «b aS£ft««!l i t $ tuT # fc. 
15 PARP©SttW»JSrtNADO»^Sr5l#jB^U 

&^fcSfc*5i#;te>;h/C^5. PARPy y^7? W^^ftH 
^M^-iftli^NMD A (N-m ethyl — D— a s 
p a r t a t e) t£<Df|«te7 5 <fc 5l$*^LT^14«r^i- £ t , 

20 *fcJMiLlz:J:oT§ltft:: $^5J3ggSm^8 0%MHt5f^65^ 

§lMW-H5ib^^iofc (E 1 i a s s o n MJL. et. 
al„ Nature Med., 3, 1 0 8 9-9 5 - (1 9 9 7)). 

u^u mE*x~m%tstix^zpARpmmnxmmmf&mmk bras 

.^Ic«»n:ii#snfcfc©f4*v\ m&£-C$#£;ftW5PARPm 
25 $3Wib-c, fci^WTs 5-fiife-3, 4-e?t Kt3-2H-^y=¥y p ^ 

f££fr(4WF2-l 2 48 74f)a, 1 lb-i?t Ko^V^lfyy [4. 
3. 2-d e] jy*c; V>-3-*>^5mft (WO 9 9/ll 64 5f), 
3, 4-v?tFn-5- [4- (1-f^y^/V) -^h^f] -1 (2 
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H) -4 y^/ !)yy(W09 9/0 8 6 8 O^WO 99/ll 64 9f), 
1? V 5 v?^^#: (WO 00/42025 -§-) % ^V^V S (W 
0 0 0/648 7 8-i§\ WOO 0/6 82 0 6-^-), (WO 
0 0/6 7 7 3 4-§\ WOO 0/4 4 7 2 6^0 ft£Tasfclfc*l,T^5# % - 

£fc#<£Bg4 6 - 1 2 4 5 4 4lctt)K)»^*Sj;Vjlii«RTf^fli**-1-5 

• -<y^;y 3eB#f?m 117427 2%&xm 1 0 6 2 3 5 7 
•g-mttftjEf^fflSr^ri-s^^y ^i^gb 1, 174, 2 

7 2-5§\ GB 1, 0 6 2, 3 5 7 -S-*5J:tf K>f ^ BttflFDE 2 1 2 1 0 3 1 

io %-K\$&L&&Tm%$rtz>*i-y]) ymmmK axxj^mmme 4-4 2 

• 4 7 2#\cttmktmm&wft%&ttz*'ry v 

ZtlX^ZtK - fl h tetflthh PARP ffl.WtfMS S Lfc t> <D "Cttfc V \ 
*5 iT/*©*#W^3^3fcP ar Piaw^^^rsr. i SrJLtilU 45B 
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5 ^Sr^M-o 
Ytt 

- (ch 2 ) 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) „- % 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) B - % ' 
10 - (CH 2 ) m -CO-0- (CH 2 ) „- % 

- (CH 2 ) m -0-CO- (CH 2 ) 
-.(CH 2 ) m -0- (CH 2 ) a - N £7cte 

- (CH 2 ) m -CO- (CH 2 ) n - 

(5£t\ mRTfn\m--£tctemtj:oX s ^ft^ftO -fcfcfi 1 ~ 1 0 <D» 
15 ^1- 0 R 4 te7k^£fc[iT/v=*/v£^-r o {&U - (CH 2 ) m -d5#^fc5g 

-a-rse ) £^-r 0 

20 fcAv^-f/K N, N-v^T/V^v^/W^-f/K Tf/KTSA itTisfl' 

*£>f/K N-T/VW;V77^/K N, N-v ? 7^^X;V7 7 : t'('/i' 
^ fc ft 7 ^ ^ i/T/V^r/^^ ?r^i- e 

r«t$ ;,'*;7^/i'75;, ^ta"¥a-t5/. ^/^y/tfcft 

25 *>5l>ttTlB5*; (a) ~ (e) Sr^-fo 
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W^R 6 
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u 



■(d) 



«3t (>)u>-* 6 





)u 



5 s rt 1 ~ 4 eo^&^-fo 

. t n o ~ 3 (DWk&T&r* 
u « 1 ~ 3 <z>^$c£^-ro 

io /io&/w<^/v&3f1~;&\ £>3</M;iR 5 £R 6, if|i4oT^KySr*t. 
15 (f) ~ (i) ^^-To 
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(5£<k y' fituiBY tmmx-hZo 
u ' r± i ~ 3 (om^TF-to 

10 R 7 (4tK^ TSA ^;7;^/V7-;a S?7Vl"¥n'T § a T/w¥/k 

15 (&U (1) X#fc«©&#M*«r*U lAr^^yf^U Y 
(CH,) m - (m=0) ^oR^y7;^7$/, ^77> 
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-^7^/v^/v77 : f'f/^*u (2) xtmmM^^u ^OY^S- 

5 (CH 2 ) m - (m=0) <Sr^ii§£\ RfiifftS; (b) ~ (d) ©Vvfft-fr 

2. — jKS; (I) Kl*5V>T. 

3. — jftst (I) |C*SVvT\ 

A &TA'*?A'T%J \ ~Yx2^ ->77, 7V;K «7vK 
^/Vt^75;, ^;V77^^/K N-7/^W/l'7 7 ; f^/K N, N 

4. -JK5S (i) wav^x* - 
25 &m&ft&w&&-&itte-mm&$:*u 
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- (CH 2 ) 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) „- % 

- (CH 2 ) m -CO- (CH 2 ) n - 

5 (5£<K mS^ni^^-tfcftl^cT, ^tl-etlO £/cf* 1 ~ 1 0 (D^W 

&7F-t 0 R 4 fr&m*7Fir 0 <au - (ch 2 ) m -&mzbm&'rz>o) 
u 

T/V^^r^ /npT/I^/K kKo^^ T$/. v^T/V^/VT $ / . -1^ 
10 n x i/T/s #/l"jtf3r->\ N, N-^T/V^r/^/W^^-^/K T/W^r/^^- 

~ (d) ^-r 




C H £ fc ^MM^Sr^"^ 
s l ~ 4 «D^^:^r^i- 0 

20 t & 0 ~ 3 <9»£^1-,> 

u i ~ 3 tf>M£^1- 0 
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7 7/i^W*^=^T5/£fcttTlB5£ (f) &*1~o 



(f) R a 




10 Z' #CH^tt**JK*fcj3*i% 
t' l ~ 3 ©fiScSr^-t". 

R 8 ^tK^^1-o)) 
20 5. -jRl* (I) fc*5V^T N 

fAr^yfyf, t7^vy^ 4fctttri?s?^ N ■tr^-A'fcJ:!* 
25 51^5»^S^WbT 1 bJ:v^7^^^T'S^^^^TV^-c^>«J:v^^JI•^*^ 
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Y# 

- (CH 2 ) m - % 

- (CH 2 ) m N (R 4 ) -CO- (CH 2 ) *tc\Z 
5 - (CH 2 ) m -CO- (CH 2 ) n - 

*Frr 0 R<&7km*^i- 0 <au - (ch 2 ) m -tmmt%i&-fz 0 ) 

T>\>^**s^ /Nn7;v^;K kKB^> ¥7 W3vv7 J \ 
10 D V ->T/ N #/i^=¥ix % N, N--^T;v^/^/w^^/K T/^/v-f-^- 

Rft*J7/v3t;v7 $ y ^fcte^* y ; &*rf>6\ fcsv^TfesS (a ) 
~ (d) ^cfs^r 




(c) 




CHI f4M^M-7-lr^i- 0 



s # 1 ~ 4 tf>S$c£^-t\ 
u # 1 ~ 3 <£>Sgt&^1~ 6 
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7 T;v^^/>*^7$ y *fc«TES; (f) &^-T„ 

(f) R 8 



t' *s 1 ~ 3 ©SgRSr^-t-o 

fiU _hf35£ (a) i5f^7^^» R 6 tfSfc Kn^^T/w^^r 
15 R 7 ^7K^^fc^T/v=¥/v^^i-;{ab, W* #»*J*-?--?a>5*8-teB:# 

flU X#fc*JK^&jjWt£\ R«±I5^ (b) 

6. <1) 5-y^/V-3- (4-^f/^7v?y-l — f/I') -2H 

-^y*y y 

(2) 3- ( 3 f;U7 5 y y 1 /V) -2H 

-4 y y y i -^^^ 

25 (3) 3- ( 4 - v>y f-^T 5 y t 0 ^ y 1 --f /V) - 2 H 
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-J y*; V y- 1 . 

(4) 3- (3-t Ko^rV^f/V-4-^f;H: , ^7v?y- 1 

(5) 3- (4-75/ \?^=7i»- 1 — f A>) -2H — 

(6) 3- U-i^^vWTS,/ -2H- Yy^r7 

(7) 3- (4 -7°n t e /Vt°^7 S?^- 1 - 2H-^y 

i 

io (8) 3- ( 4 - ^ ^ y^;v* = /n^^7 -^y- 1 — f /V) -2 

i -irv , 

(9) 3- ( 4 -3i h 3f ^*/V#=-/Hf^9 1 -4" AO - 

2H-^y^/!Jy-i-ty, 

(10) 3- (4-^f/^ ; e^7^y-i-^/W -2H- 
15 ^ y^y D y-'i -t^, 

(11) 5 -y 3 - (4-^ ^/V^^E-tT^^i?^- 1 -> jVlO ~2H 

— fy^yjjy-i-ty, 

(12) 5 - y* ^/V- 3 - ( 4 - f/V7 5 / - 1 
20 (13) 3 - O-^^W^fP^^y-l-^l') - 5 

-^f^-2H-^fy^/!Jy-i-iy, 

(14) 5 - > ^/v- 3 - (4 -^-/i^/Jn yy) - 2H--rydr7 

(15) 3- (4-75;f^7^-l-^/l/) -5-yf^-2H — r 

25 y^;py-i-^ 

(16) 3- (4-5?>fA'7§; \f^y^V-\-y{ iV) 

2H-^y^f/!)y-i-t^ 

(17) 3 - (4-t Kn^i/^y^y-i-^/V) - 5 - y 
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f-As - 2 h - 4 y * y y y - i - y , 

(18) 5-^h^^-3-(4 - ^'f;H:V7i?y- i - j /U) 

- 2 h - y y * y V y - l - Or y , 

(19) 5 - t Yn 3 - (4-^f;^r^-l-^ 
5 /v) - 2H-^y*; !)y-i-ty s 

(2 O) 5 - 7 /V^" n - 3 - (4-^f/H^'<7^y-l-'f/W 
(21) 5-^at2-3 - ( 4 - ^/V t°^y 9y~ 1 

-2H-^y^y y^-i-^-^, 

10 (22) 5-^P^-3 - (4 3-/U\?^y 1 --fAO 

-2H-^ yaf-; ]) y - i ~^r>, 

(23) 8-^PP-3 - (4-yf^f^7v ? ^-l-^/V) 
(2 4) 7-^^/1—3- U-tT^^y f/V) -2H--T 

15 y*y v y-.i 

(25) 7-/0^-3- ( 4 - / S> V - 1 - -f A>) 

- 2H-4 y * y y y- i 

(2 6) 3- (4 - ^y W $ y !) v^y- 1 -^/V) -5-yh*ris 

-2H-s(y*; vy-i-^-y, 
20 (27) 5-t f*nafv/-3 - (4-^y w^y fc'^!Je?y-i-^) 

- 2 H—-Y y y 1 

(2 8) 5-7/V^-d-3- (4-^yf;VT5y If^y 

l--f/V) - 2H--Yy^yy^-i-^->', 
(29) 5-^nu-3 - (4-^yf/v7?y if^y^y-i 
25 --i'/v) - 2H-^y^; 

(3 0) 6-^nn-3 - (4-yf/Hf^7^y-l-^/V) 

-2H--f y^y py-i-ty, 

(3 1) 7-7"n^-3 - (4-^yf^7^yk^yi>y-l 
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(32) 5 3 - (4-^^f;P7'^f'<9^y-l 

(33) 5 - - 3 - ( 4 - ( 2 - t F^Vxf;U) f 
(3 4) 6-*^V.*-3- (4-^f/l/k 0 ^7v f ^-l-'f/l') 

(3 5) 3- (4- ( 2 - t K n * tVyiJy- l - 

-f/V) - 6-^f;V-2H-^y=5f/!)y-l-ty, 
10 (3 6) 8-^f;V-3- (4-^f/V^7^/-l-^^) 
-2H-^y^/!)y-l-#y, 

(3 7) 7 -:/n^- 3- (4- (2-tKP^>xf/V) ^r^^-l 

— </v) -2H->fy^yy-i-t^ 

(3 8) 3- (4-^^f^7^^-l— <W -5-=hP-2H-> f 
15 V 

(3 9) 5-T?y-3- U-Z-^vH^^v^- 1 -2H.-4 

(4 0) 5—>7V-3- (4-y^tV7^-l-^^) -2H-^ 
20 (41) 3 - [ 4 - (2-t Kn^i/if A-) 7 y— 1 - 

4 )V\ -8-yf;v-2H-^ y^y yy-i-ty, 

(4 2) 3- (4->^Hf^7^-l-^/V-) -5- h V :7/KfrPj*^ 

/v- 2H-^y^y yy-i-ty, 

(43) 3 - [4 - (2-k Kndrv/if/k) f^i 9 - 1 - 

25 << /v] — f y ^ / v > — 1 — fry * 

(4 4) 3- U-^^VH*-*?^- 1 -> T^) -5-yfW-2H 
(4 5) 5-^W$y-3- (4-^f/Hf^7^y-l-^) - 
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2H-- r y=¥y v is- 

(46) 3- (4— S^Tvi'TSy tV*P v^- ~5-=hn- 

2H--ry^;!)y-i-t^ 

(47) 5-T^y-3- (4-^ y ^Jl 1 -'f/l') - 
(4 8) 3- (4-^y^T^y \?^yW-l-<i7V) -5-MJ7/K 

(4 9) 3- (4 w $ y i^y- 1 --f /v) -5-y^/i^ 

10 (5 0) 5-->T/-3- (4— S^TTUT^y k'^y - 

2H-^y^yyy-i-ty 

(5 1) 5, 7-^^-3- (4-y^/Vt°^7v ? ^-l-^/V) -2 

h— f y^y v>-i -iris, 

(5 2) 5, 7-^^120-3- (4-y f;VkX7i?y- i -^;V) -2 

15 H-^y^y^-i-ty, 

(5 3) 5, 7-^13^-3- (4-y^/Wt°-<7^^-l-^^) -2 

h-^t y^y y y- 1 -st^ 

(54) 5, 7-^7/^0-3- (4-y^/P-t°^7^^-l->T/^) - 

2H-^y^yy^-i -tf-y, 

20 ( 5 5 ) 5-^oP-7-7;^n-3- (4 -y ^f^S^- 1 -<< 

/v) -2H--fy=3ryyy-i-^-x N 

(5 6) 6, 7-i?t FP=¥iX- 3 - (4 f-As?^?^- 1 
(5 7) 5, 7-^Pn-3- (4 - v>y ^vKT 5 y Z'^V 1 

25 ;v) -2H--<y^;!)y-i-ty 

(5 8) 5, 7-^0^-3- (4 - ^ f/P7$ y f ^>J i?y- 1 
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(5 9) 5-^-7-^-00-3- U-^^/KTS: / fcWJJ 

(6 0) 6, KndrV-3- (4 -i?^ fWT 5 J 1 

5 -2H-^yaf;!)>'-i-^ 

(6 1) 3- [4- (4-^Aofty/) 1-4*1 -2H-4 

(62) 3 - { 4 - [ 2 - (t°^< y 1 -4 )V) fc° 

. s<9 i - 4 - 2H-^y^-y D>-i-ty, 

10 (6 3) 3- {4- [3- (f^JJ 1 -4*) 7°nf/V] 

t° ^7 yy-i-^/p).-2H-o^; v ^ - i - i/ s 

(6 4) 3- {4- [4- (4-^/V*y/) 7^^] fc°^7i>V-l->r 

a>) -2H — r y^r/ ]) >- 1 

(65) 3 - {4 - [4 - (f-< ->f AO- ^fviO t° 

(66) 3 - {4 - [5 - ( f ^ y v 5 ^ - 1 - /W) -O"?^] 

t° ^ 7 ^ - 1 - ; W - 2H-^y^;!)y-i-*y, 

(6 7) 3- (4- (4- {A-^f-*\f^y^>-l-4 /V) 7*^;V) fc° 
20 (6 9) 5-/-5VU— 3- [4- (4-^*!Jy) y v^- 1 — f >V\ 

- 2H-4 y*; y i/- 1 

(7 0) 5 -y. 3vV- 3 - {4 - [2 - (fc°-iy i?^- 1 -J A>) 
25 (7 1) 5-y ^/V- 3 - {4 - [3 - (fc°-<y 1 - 4 *) 

zfn\f*-\ \?s<y i -4*) - 2H-^y^yyy-i- 

(7 2) 5 - ^ ^/V - 3 - { 4 - [5 - (t°^yi>>-l->T/V) 
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(73) 5 — * ^/V- 3 - { 4 - [4 - (fc°"< V 1 -4 /U) 

•fl-tv] txy^y - ;v) - 2H-^y^;!)y-i-^- 

5 

(7 4) 5-y^A--3- {4 - [4- (4-^/V*yy) 

(7 5) 5-^^/V-3- (4- (4- ( 4 - ^ f-;V\ff<^ i? ^ 

(7 6) 7-^n^-3 - {4 - [4 - (t°-<y^^-l-^^) 
y^/v] t°-<y *s>- 1 - 2H-^fy^;!)y-l-t 

(77) 5-^oo-3. - (4 - [4 - (tV]Jv?y-i-^/v) 
15 M'^-y - 1 - 4 ;v) - 2 H - 4 V * J V y - 1 - * 

(78) 5-^n^-3 - {4 - [4 - (^^P^y-l-^/V) 

20 (80) 5 -^nn-3 - {4 - [4 - (4 - y y ) 

/v] Vis - 1 - 4 ;v) - 2H-0^r/!)y-l-ty> 

(si) 3- ( y i^v- 4 -^-/v) - 2H-^ry=3f/y^- 
(8 2) 3- (i-y^f^y -2H-4 y^-y v y- 

25 1 -^-y 1/57K#». 

( 8 3 ) 3 - ( (4 -y 'f/l't'^y 1 -4 */^# = /U) 

-2H-o^; v > - 1 - *y* 
(8 4) 3- (2- (^y^/vr^y) 3i3vv) -2H — fy^ypy-i 
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-sty-, 

(8 5) 3- (3- (S?*^/UT§,0 7n\?Ay) - 2H-4 V %J V >- 
(8 6) 3- (l-T-F^isfn [2. 2. 2] irt #Z/- 3-J >v) -2 
(8 7) 3- ( (1-Tift'^D [2. 2. 2] ^^^^-3-^/V) y 

5vv) -2H->r v y- 1 -^-^ 

(8 8) 3- (8-^^-8 -TlftT^n [3. 2. l]^^^^-3 

— f;v) -2H--fy^y!iy-i-ty, 

10 (89) 5-^^/V-3- (2- (i>^^VT5:y) ^/V) -2H-^y 
(9 0) 3- (3- (^^f;V7 5/ ) T'p^) 

-2H-^y^-; y 1 

(9 1) 3— (l-r-ftr^e [2. 2. 2] art -5 
15 -^f;w-2H-^y^;!)y-i -t^ 

(9 2) 3- ( (l-Tiftfv^n [2. 2. 2] ^^-3— f/U) ^ 

^/v) - 5-y f />- 2H-^ y^y y y- 1 - 

(9 3) 3- ( fc^D Vs- 4 -^f/V) - 5->f/l'-2H-^ 
20 (9 4) 5-^^-/1^-3- (8-^^/V-8-T-^t*^^t3 [3. 2. 1] 

^-^^>--3-^/v) -2H--fy^yyy-i-tv, 

(9 5) 5-^ on- 3- ( 1 -y fvVfc^y S?^- 4 -< < ;V) -2H-J 

y^y y 1 

(9 6) 5-^0^-3- (l-^^;Vt p ^y^V-4->T/V) -2H--Y 

25 y^;yy-i-t^ 

(9 7) 4-7^-;V-3- (tf^!)i?y-4-^;V) -2H- 
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(9 8) 3- (l-^f/H?^JJ^y-4-^/V) -4-7x^ 

/v-2H-^y^; yy-i-^^i/s 

(9 9) 4- (4 -/ h^>>7x = /V) - 3- (1 - /• <f-)V\?^. 

' y - 4-4 a*) - 2H-4 y * ; v y - i - 

5 (100) 4 - (4-^op7x = ^) -3 - ( 1 - /• t° 

y^y-4-^f;v) - 2H-o^;'J^-i-ty, 

(10 1) 5, 7-i^o*— 3- -2H — f y 

=¥/y^-i-^-y s 

(10 2) 5-/ b^y-3- (f-sy 4 -f/V) - 2 H-^ / ^f-y 

io y^-i-^-^ 

(10 3) 5-fcKn=3f^-3- (t^D i?^- 4 -^/W) -2H— fy=¥ 

y y ^- i -a-^, 

. (10 4) 5-^/^n-3- (fc°^y v^y-4-^) -2H — fy^-y 
15 (10 5) 3- (1 -/^/Hf^y v^-4-^/iy) -5-MJ7;Vtn^ 

^vv- 2H-^f y^y y ^- 1 

(10 6) 5 - 7 jVOrXi - 3 1 - ( 1 ^/Vtf^y v 5 ^ - 4 --r 

/i*-) - 2H-^y^y j/y-i-ty, 

(107) 5-yb^->-3 - d-^f/nf^y i?y-4-^f 
20 /v) - 2 H-'f y dp-/ y i -arv^ 

(108) 5-fc Kn*i^-3- (l-^f;i'^P^y-4- 

^/v) - 2H-yy^;j/y-i-ty, 

(10 9) 5-^nn-3- (1 -/5vVfcV<y 4-^/10 -4-y 

x=;v-2H-^y^;j)y-i-ty, 

25 (110) 5- (4-yf;Hf^7v ?> /-l-'f;l') -6H-5^i/ [2, 

3-c] tfy i?^- 7 

(111) 5- (4-^f;l'7 5/ t°-<y 1 -^f/V) -6H-fx 
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y [2, 3-c] ¥Vi?>--7-*y, 

(112) 6- (4-^W^7^-l-f^) -5H-fx; [3, 

2-c] t°y-^^-4-^ > 

(113) 6- U-v^fvVT^y v?^-l— f/V) -5H-fx 

5 y [3, 2-c] t°Vi?^-4-*y, 

(114) 3- (4 -y^vVtV^i^- 1 ->fA0 -2H-^X [f] 

y^y y >- 1 

(115) 3- (4-^y^/vr^y tf^y-^^-i-^/v-) -2H-^y 
X [f ] >ry^y Vis-i-X^s 

10 (116) 3- (4-y^/Vt°^7^>- 1 --^/V) -2H- "^X [h] 

yy^/yy-i-ty, 

(117) 3- (4-i/y^T$yt°-<yv ? ^-l-^/V) -2H — ^ 

x [h] ^ y ^y y i 

(118) 7- (4-*?7H*-<?$»'- 1 -JM -6H-1, 6-1-7 
15 f-V 

(119) 7- (4-^^7 5; fcV<0 v>y- 1 --f /V) -6H-1, 
6 - 7 f- V i? ^ - 5 - Jr y s 

(12 0) 8-y^/V-2- (fc°^y^y-4— Y/U-) -3H-^ft/!/y 

20 (121) 2 - (i->f/vt , ^y^y-4-^f /i') - 8 - y ^ 

(123) 8-^ - (i - ^f /n^^y i?y-4-y 

/v-) - 3H-^t/y>'-4-ty, 

(12 4) 8-fc Fo=af->-2- (l-y^/Vfc^y i^V-4-^/V) -3 

25 H-wyy-4-ty 

(12 5) 8-7/V^-n-2- (1-y^/Vt^P i?^-4-^;V) -3H 
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(12 6) 8-^cn-2- ( 1 4 — < >V) -3H- 

(12 7) 8-7n*r- 2- (1 -^A-fc^y ^-4—fyW) -3H- 

5 (12 8) 8-> f"Sp*>-2- (4-"^^T$y iX^D^f-^-l - 

(12 9) 8-tKn^-2- (4 -i^5vVTS / S/^ p^lJ-y- l 
— (A) -3H-W!;y-4-t^ 
(13 0) 8-7/V^-Q-2- (4-^fVVTSy i^D^f-^- 1 - 
10 -3H-^i)y-4-t^ 

(131) 8-^nn-2- (4 - ^ f ^7 $ 7 v-^ n^fy- 1 
;v) -3H-W]J^-4-ty, 
(13 2) 8-^a^-2- (4-^W5;^D^fy-l-^ 

/v) -3H-W!)y-4-ty, 

15 (13 3) 2- (1-Tiftf^^n [2. 2. 2] * i/- 3 -^/V) - 
'3H-^ty!)y-4-t^ 

(13 4) 2- ( (l-n^S^n [2. 2. 2] *9 ^ ^- 3 -^/^) 
tf-A) - 3H-^!l^-4-^ 
(1 3 5) 2- (8 [3. 2. l]^^^- 
20 3-^A-) -3H-=3r^-yy ^-4-^"^> 

(13 6) 2- (4--^^^T5:/->^P^^f->'-l-^^) -3H- 

^•^-yy^-4-^-^ 

(13 7) 8-^f^-2- 

y-i-^/v) - 3H-^t/!)y-4-^y, 

25 (138 ) 2 - (l-T1ft'->^n [2. 2. 2 ] ^ ^ ^ ^ - 3 
--f/W - 8- ^f/V-3H-^t^/!)y-4-ty i 
(139) 2 - ( (l-TiFtfv-^n [2. 2. 2 ] * * * V - 
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(14 0) 2- (2- (v^?W7^/) af;V).'-3H-^t/!)y-4 

(141) 2- (3- (i^^/ws:/) 7°otw) -3H-^yy^- 

5 4-&y, 

(142) 2- (5- i&trA'TS./) ^v^jV) 

4-*y s 

(14 3) 8-^^V-2- (8-* s 3-/l>-8-T-f\?i'?V [3. 2. 1] 

3 --f/U) -3H-^r^->/y ^-4-^-> s 
10 (14 4) 8-*<?/U- 2- (2- at^-AO 

-3H-^tyi)y-4-ty > 

( 1 4 5 ) 8 - ^/W- 2 - ( 3 - (i?^ f;V7 5 / ) T'e fcVl-) 
-3H-df^>^y^-4-^-^, 
(146) 8 - 7* 5vV - 2 - (5 - (^>f/V7 5 7) ^yf/V) 
15. - 3H-dri-y r y^-4-^^ N 

(14 7) 3- (4- (^^f;V7 5/ ) ->^n^^f-^-l- 

(148) 3 - (3 - (4-^^/1- t°-<9 i?y— 1 /V) 7 s P 

tw) -2H--f y^;!)y~i-ty 

7. (15 1) (R) -3- (2-tFn^f/l'-4-yf/l'^7i J 

-2H-J y.^-y v y-i~*y, 

(15 2) (S) -3- (2-t FP^^5 L /V-4-^5 L /Vt°-^7^- 1 

.25 --f^o t2H'-^ y=¥/ y ^-i-^:^ 

(153) 3- (3-fc Ko^y ?vV- 4 ^vVfcX^ v^- 1 -^^) 
(15 4) 3- (3-^h^y^^^^-4~^^/Ut°^<yi^y-l-4 
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;v) -2H— <y*s V>-1-*^ 
(15 5) 3- (3-*<?/UK's<7*/y-l-J,V) V > 

(15 6) (S) -3- (3-t /Hf^7i?^- 1 

5 -^f/v) -2H-^y^;yy-i-ty, 

(15 7) (R) -3- (3-t Vvt^isyf-jV- 4 -y?vH^<7 S?^— 1 
(15 8) 3- (1 -^/Vt^y v^-4-^/V) -3, 

2H--<y^y!Jy-i-^ 

10 (15 9) 2- [2- (S?3i^-/UT§^) 31^] -3H-de 

(16 2) 3- (3, 5-^^t°^7^y-l-^;v) _ 2 H--fy^ 
(16 3) 4- (4-^^7*=/U) -3- (1-^fvH^y i^-4 

15 -^) -2H—ry^yyy-i-ty 

(16 4) 4- (4-7^to7i=;V) -3- (l-^f;^y^y- 

4-/f;i/) -2H->fy^yjjy-i-ty 
(16 5) 8-^5vv-2- (2-tf^j; is/^M -3H-^tyyy 

20 (1 6 6) 8-^^-2- [2- (^;V7fryis-4-s(;V) /I/] -3 

H-^ftyyy-4-ty 

(16 7) 4- (2-^ h^->7^-/v) -3- (l-yf;vtxy^>- 
4-^f/u) -2H-/fy^;yy-i-ty 

(16 8) 4- (3-y^7^=/V)' -3- (l-^fvVt^y i?^-4 

25 -4;v) -2H-4 y*; V >- 

(16 9) 4- (2-yf/i'7x=/i') -3- (i -y^/W^y i?y-4 
— <>V) -2H — f y^y v 

(170) 4- (3-n^y7i=/p) -3- a-^/n^y 
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(17 1) 5-;* h^^^^^>~3- (l-^^/Vt°^<y^-4 - 

^/v) -2H — { y*; v ^-l-*^, 

(17 3) 8-^^7V-2- [5- (v^^vlXT 5 / ) ^^/V] -3H- 
(174) 8-^^/k-2- [4- (i?oi^T^y) ^/V] -3H-3r 
(17 5) 8-^5vl—2- [4- (So*^T5/) ^5vl/| -3H-3r 

•^yy^-4-^-^ 

10 (17 6) 8-^^-2- [3- (t°n y 1 -^/>) ^n^] - 

(17 7) 7- (1-^^/Vlf^y i^-4 — <;V) -6H-1, 6-^7 
^y^v- 5-^-^1/1 0*#;&P«k 
(17 8) 5-^^/V-3- (1 -^^/Ut°^y i^^-4-^/V) -2H- 

15 -Yy^yyy-i-t^ 

(17 9) 4-^^vV- 3- {l-tJ-sVtf^y^y-A-sf/V) -2H- 
(18 0) 5- -3- (l-^T'A'fcVSJJ s?y-4-^ 

^) -2H-^y^;yy-i-^ 

20 (181) 5-7 57-3- (l-^/Vt^y^-4— (A) -2H- 
(18 2) 4- (2-7;i'to7s=;i/) -3- (1 fvVfc^y 

4-^f/v) -2H-^ydr/ y 

(18 3) 7-^PO-3- (l-^3vVtV<y S?y-4— <A>) -2H- 

25 ^y^yyy-i-ty, 

(1 8 4) 5-t KP*5/-3- (l-^/Hf^y i^-4-> fAO - 3, 

4-e?tKo-2H-^y#;yy-i-^ 

(18 5) 5 h fvWtf-^S/- 3 - (3 ^/VT 5 / Zfn \fjv) 
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- 2 H--f y 3r/ y y- 1 

(18 6) 5-fc Kn^V-S- (3-i?^^T§y^ntT>U) -2H- 
(18 7) 5-7« b^r^f-/W^^-3- (4-v f ^^/VT$/7'^) 

5 -2H-^y^yi)y-i-ty, 

(188) 5-tKP^-3- (4-^f;V7^;yf/W) -2H--f 

y=¥y y i 

(18 9) 5-t Kp^>>—3- (2- ( y i?>-- 1 ->f*/) 

-2H--^y^;yy-i-ty, 

10 (19 0) 3- (l-y^/V-l, 2., 3, 6-T h7t h*v ¥V 4 

-4>V) -2H-« (y*s W-i-HrVs 

(191) 3- (i -^i/vvn^y ^-3->r /^) -2H-^rydf/y 

(192) 3- a-y^yn^y v^-3-^vv) -2H-> fy^/yv 

15 

(19 3) 3- (1-y^/V-l, 2, 3, 6-fh7tKnlfy^-5 

-mvv) -2h — ry^/yy-i-ty, 

(194) 3- (3-t Kn^f/Vt^^-l-^/l') - 2H-^ 

ydfyy^-i-^-^ 

20 ( 1 9 5 ) 3 - ( 4 -zcfvV- 3 - fc Kn f/Hf^7 S?^- 1 — f /V) 

-2H- -fy^y y ^-1-^-^ 

(19 6) 3- (3-fc Kd^^9 l /V-4-7°ci fcVUf ^S^- 1 -4 

?v) -2H--fy^; uy-i-t^ 

(19 7) 3- (4—<Z'i?A>-3-t Ke^yy^tV^^V- 1 — f • 

25 /v) -2H-><y^fy y^-i-^-y, 

(19 8) 5 3- (3-t Kn^r^y.^/Hf^^-l -^^) 

-2H-^ry^y y ^-i-^-^ % 

(19 9) 5-/0^-3- (3-fc ^vVfc°*<?S? 
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(2 0 0) 3- (4-t°^y^y bXj/^y-i-^/v) -2H — 

(2 0 1) 3- ( 3 - 1 Kp ^->y i?^- 1 -^f;v) -2H-^T 

(2 0 2) 3- (3- (i?*=3 L /l'%/W<^s(;]s) t°^y W- \-4 ;V) - 

(2 0 3) 3- (3-fc Kn^r^^- 4 y^/Vt^i?^- l - 

10 (204) 3- [4- (i^^/KT?/) y*5vkj -2H-^y^Uy- 
l-;*->\ 

(2 0 5) 5-y/K*U-3- (3-t KP^i^5v^-4-^fvVt°^7 

^y-i-^/v) -2H-^y^yijy-i-ty N 

(2 0 6) 3- (3- (i>y W^/yf/l') tVi)i?y-i-^;i.) _ 

i5 y*; vy-i-*>s 

(2 0 7) 6-^^-3- (1 -J^JUK'^V -2H- 

^y^yy^-i-^ 

(2 0 8) 7-^?VV-3- (1 -^fvVfc^y v^-4 — -2H- 

^y^yyy-i-t^ 

20 (2 0 9) 8-/^/1—3- (l-yf/P^!;v?y-4-/f^) -2H- 
(210) 7-p< bdr^^/V^iy- 3- (1 -^f-JV^V 

■<nv) -2H-/ fy^;!)y-i-ty s 

(2 11) 7-kKP^>-3- (l-p^/H^y ^-4-^V) -2 
25 H->f y^y D V- 1 -^ttgfett. 

(2 12) (S) - 3- (3-t Ka^^^/V-4-^^/Vt°^y^^- 1 

—T/u) - 5-^^-2 h — fy^yy-i-ty, 
(213) 3- (3- (fay v^^-i-^/v) yntvw) -2H— -ry=¥ 
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(2 14) 5-^oo-3- (3-t Ka^^f/V-4-^f;^7i 5 

y — 1 — { A*) — 2 h — { y^y y^-i-^s 

(2 16) 3- [3- (t°-<y^V-l— f/V) 7°ntVl^] -2H— -fy=¥ 

5 yy^-i-;?j->\ 

(2 17) 5-fc Kcidri/-3- (3- (fc'o y S?^- 1 ->f/V) :7°p tf/V) 
(2 18) 5-^^-3- [2- (tV<U i^- 1 -^/V) -2 

H-^r y^y y y- 1 
10 (219) 3- [2- (t'^y.^-i-^^) j^v] -2H-< fy=¥y 

(2 2 0) 3- [2- (fn.P^i/-l->f;l/) ^?vi/} -2H — fy^y 

y ^- i-^-^ N 

(2 2 1) 5-y^/W- 3- [2- -f/W) x.f-fl'l -2 

(2 2 2) 5-^^-3- [3- (fcTP JJS^-'l — f/U) T'ta'tf/U- 1 

-«f^] -2H-- fy^fyyy-i-ty 

(2 2 3) 1, 5-^tKn-6- 2, 3, 6-ff7 

t Ko tr y ^?^-4— ov) ^7/0 [4, 3-c] 
20 (224) n, N-^y^/v-3- (l-y^t'^y^-i-^v) - 
2H- 1 -**ys( y=¥y y v- 5-#/v#3-y-s: K ; i/4jjctt;bq4& % 

(2 2 5) 5-y<?vV-3- (t^^tKP^yM^-7-/f/V) -2 

h— rydry y v-i -#^3y47K#^^ 

(2 2 6) 5-y^vV-3- (t^ ^ t Fd ^ y K !J i^V- 7 -^f/V) -2 

25 H-^ry^y v>- i-tyi/2*», 

(2 2 7) 3- (l-y^t°^yv?^-l-^/U) -2H-l-tW 

y *y y 5 -tf/Mf^KaaiilL 

(2 2 8) 5-y^V- 3- [3- (t°^<y v^- 1 -^T/V) 7"nlf;V] - 
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2 h— < y^y y x- 1 -t^ 

(229) 3- (s^^xsy) ^f;v-2H — fy^yyy-i-ty N 

(2 3 0) 3- [U-^/H^y^X-l — jVW) -2H->ry 

5 (231) 3- (t°^y V/t^M -2H — fy^/!)y-i-t>, 
(232) 3- — (M -2H->f y^;y>- 

(2 3 3) 3- [(**tf-<yS?X-l — f/V) y^/V] -2H-fy^/!J 
10 (2 3 4) 3- [3- (**tf«<ys*X-l— f^) ^nfcW] -2H--f 

(2 3 5) 3- (l-W7 ; f'f^y^-4-'f/V) 

- 2H-^r y^y y X- 1 -*Xl/4;k#J&n«K 

(2 3 6) 3 - (4 - ^ f /V- 3 - t^E-y ^7^^- 1 -'f ^) -5-y 

15 f;v-2H- y^y y x- l-t^i/i o;fc#;&nf&, 

(23 7) 3- (1-7^^9^-4-^) -5-yf^-2H- 
(2 3 8) 3- (1- (^!?yx;^^7 5y) \?<<y 5?X- 4 — f /V) 
20 ( 2 3 9 ) 3- (1 -M;7/Vtn7th75y t°^y v>X- 4 — f^) - 

• 5-j*9vp-2h— <y>y 

(2 4 0) 3- [2- (*^t°^y v^X-l— T/V) -2H--fy 

(2 4i)' N- .(5-^f/v-2H- 1 -^y-^y^y y 

25 - 2 - (^y ^/VT 5 y ) Tit* ^ K. 

(243) n- (5-y^-2H-i-^-=¥y^ydfy yx-3 — uv) 

- 3 - (is* f~ft/7 $ y ) /n°XT 5: t\ 

(2 4 4) 3- (1 -5?^W5 y t:°^y i^X-4-^/V) 
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-2H-^fy^;py-i-^ 

(245) n- (5-^f/i'-2H-i-t^y^y^;yy-3-^^) 

-4- (S^fvVTS/O ZffsTK K% 
(2 4 6) N- (2H-l-tWy^y 17^-3— ' f/l') -4- (v^ 

5 w^;) 7"^>7^ k % 

(24 7) 3-. (4-^^-2-^"=3ryt°^v ? ^-l-^^) -2H- 

^y^r/yy-i-ty, 

(2 4 8) 5-^5vV-3- (l-^A'lfn Wis— 3 -4 A) -2H- 

io (2 4 9) 3- (i - ^f/nfo y i?>-3-^CM -2H—^y*; v y 

8. — jRst (I) Ic&v^T, 
15 /Mft«^ri^t»-6'*fcW:-aaBf'g-S:*L, 

Ytt 

20 - (CH 2 ) m -, 

- (CH 2 ) m -N (R 4 ) —CO— (CH 2 ) n - s 

- (CH 2 ) m -CO- (CH 2 ) n - 

Sr^-To R 4 «7K^^^-To fits - (CH 2 ) B -Wt^f5 0 ) £33* 
25 U 

T/v^^f^ fc Kn^-y, 7$y, i?7M;V7$A =hP, ^/V/}?^^ 
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~ ( c ) &r^i" 




5 (5£* % MM&&K&ti&*fcK-2£&** r i'* 

s r±l~'4©SSfcSr*i-. 
t » 0 ~ 3 ©S^c^^-To • 
u 1 ~ 3 ©git&^-r,, 
10 R 5 &tfR 5 ' «P-*fc«^o-c, ^n^tb7K*x T/v^/K t K»*^ 

T/v^x^awK risers. Ss tKn^s 7JJ-;v7;v^K ^A' 
15 TA"¥A'^A'*^/uT§/*fc»4'TiB^ (f) 

(f > R 8 




Z' tt^Sf^Sr^-ro 

t* n i ~ 3 ©isefcsr^i-. 

ill, _h|35£ (a) astf-^S^SraHIB^* R 6 «^ Kp^S'TA"*/!'*: 
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9. — IStA (I) fc&V^T, 
Ytt 

15 - (CH 2 ) „- N 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -, 

- (CH 2 ) m ~CO- (CH 2 ) n - 

^i" 0 R 4 ft7Km^i- e <&U - (CH 2 ) 
20 R iftZWfem— *feli*ftot, -tJvetb7fc*^ ao^^ 

- i?TsV3c/V$>;V/^s( /viz tcltT^=i^-iyT/^^^-^-->^ U 
~ (c) £r^-t" 



25 




*f=l± 



(c) 




u 
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WttCHSfcttWff^SrjsM-. 
s ft 1 ~ 4 ©ffiRSrzSi-. 
5 t[i0~3OHtl:St. 
u ti 1 ~ 3 ©ffi8fc&*1~o 

10 R 6 tezKSf s ^T/V3vKT^,\ 7/V^K ■7A3*^;l'5l?=/K 77l"¥ 
/^^/VT^y^fcfiTIB^; (f) «ra*1\ 

(f) R 8 



20 id^-et ?>o 

R 8 ^7km^i-„)) ; 
25 riSr<KK»i-J-S±El. ©i^^rnSft^^ 




R 



15 (S;<k y* ttWlBYtrail-efcs. 
t ' \% 1 ~ 3 co^^^i- a ' 
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<d mM±Mm s fi s au zfrb (Dimmt. ittttib 

10. ( 1 ) 5 - y f 1 ?^ - 3 - ( 4 - y ^/V f ^ y - i - 

^/i') - 2H-^y^f/!)>-i-ty, 

(2) 3- (3 / tTn y S?^- l --OV) -2H 

(3) 3- (4 - f-AsT $ 7 f^JJ 1 - 2H 

(4) 3- (3-t Fn^i/^f/v-4-^f/Hf^7i^^- 1 
10 (7) 3- (4-ya^fc^7^y-l-^^) -2H-^y 

(8) 3- (4-y^y^;^ = ;vt , '<7^y~i-^/W -2 

(9) 3- (4 -3i b ^^A'^s^lf^? 1 - 

is 2 h --r y =3r y y i -*y, 

(10) 3 - ( 4 - y ^/v* ^ 7^y-i-^;v) - 2H- 

■Y y ^y y 1 -3-^ 

(11) 5-y^/V-3- (4-y^/V^fc°^7^^-l-^f^) -2H 

y^y y y- 1 -^-^ 

20 (12) 5 - y ?-fl> — 3 - (4-i?^f/W75/^^!J^y-l 

- 2H-^y^/!)y-i-ty, 

(13) 3- (3-^y-f;v75y^ay^y-i-^^) -5 
-yf/v-2H-^y^y yy-i-ty, 

(14) 5-y^/v-3- (4-t^*!iy) -2H--fy=3ry 

25 y y - i - y , 

(17) 3 - ( 4 - fc K n 3r -> tvyi?y-i-^^) - 5 - y 

5=-^- 2H-^ y^y y y - 1 - ;*-y > 
(is) 5-y h 3r ~y - 3 - ( 4 - y 5Vn^ 7 y - 1 - y a-) 
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-2H-^y^y v y- 1 -*y s 

(19) 5-t Kn^ri/-3- ( 4 - ? V y - 1 — J 

(20) 5 - 3 - (4 - / fivy^^y ! J>y-\-4 ;v) 
(2 1) 5-^nn-3 - ( 4 - * f-fls t*^ 7 ^ > ~ 1 - /^) 

- ; vy- i -J-y, 

(22) 5-^0^-3 - ( 4 ^/Vt°^7 5? I'- 1 -<i fr) 

- 2H-jy * ; V y- 1 -*y, . 

10 (23) 8-^na-3 - ( 4 - * ^/u k 0 -< 7 S? > - 1 - >f /V) 
(2 4) 7-^/1—3- (4-^f;l't , '<7^y-l-^;l') -2H — f 

y^v y y- 1 

(25) 7-^n^-3 - ( 4 ^/W fc°-<7 *?y- 1 - -f /1-) 

15 ~2H-yy^y yy-i-ty, 

(2 8) 5 - y^;*-* - 3 - (4--^W?ytvyi;y- 

(29) 5-^an-3 - (4 -^^f ^7 ^ ; t^^ ^y- 1 

— ^^0 - 2H-^y^y yy-i-ty> 

20 (30) 6-^nn-3 - ( 4 - p< \f^< 7 i? y - 1 - -< /V) 

- 2H-'f y^ / D y - 

(3 1) 7-^a^-3 - (4-i?^f/k75;t'<'Ji?y-l 

— >f AO - 2H-^y^y r/-i-ty, 

(32) 5 -y*n*-- 3 - (4 -i?^f^7 5 y tr^p Vy- i 
25 --f/v) -2H-^y*;py-i-ty, 

(3 3) 5 - ytviru - 3 - ( 4 - (2- t Kp^i/xf;w) t" 

(3 4) 6-^^/V-3 - ( 4 - ^/V i?y- 1 /V) 
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- 2 H--r y ]) V- 1 

(3 5) 3- (4- (2-t KP^r^xf/l') r^7^X-l- 
(36) 8' - ^ ^/V- 3 - .( 4 - ^ 1 - -OW 

5 -2H-^fy^;!Jy-i-t>, 

(3 7) 7-^n^e-3- (4- (2-t Kn^i/xf;H fcV^^- 1 

(38) 3 - ( 4 - ^ t°^7 ^^-1--T/V) - 5 -= h o - 
10 (39) 5-75;-3- (4-^f;>^7v ? ^-l — f^) -2H— T 
(4 1) 3- [4- (2-k KP^fv/if;!') f-^yv^-l- 
(43) 3 - [4 - (2-th'P**/i fvW 9 f ~ 1 - 

(6 2) 3- {4- [2- (f^J) Vls-l-yf/V) ^;V} 

i — f/W -2H-^fy^;!Jy-i-t^ 

(6 3) 3- {4- [3- ( if-< ]} *yv- 1 - ^ fV) 7°Pfc°;U] 
20 ( 65 ) 3 - {4 - [4- (^Ji^y-l-^A') r/^/V] If 

^7^y-i-^;W - 2H-^y^y y ^ - 1 - * is , 
(66) 3 - {4 - [5 - ( y^y-i-^^) 

(6 9) 5-^^/V-3- [4- (4-^e/^y/) t°-<y-^^-l-^/V] 

25 -2H-^y^yyy-i-t^ 

(7 0) 5-^^/1^ - 3- {4 - [2 - (f^y^V-l-^/P) 

31^^] t°^7^y - i - ^/v} - 2H-^y^; 
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(71) 5 - y 3 - { 4 - [ 3 - ( tf*< P.v?y-1-^;V) 

\?s<7 iti/- i -4 ;v} - 2H-^y^;py-i- 

(72) 5 3 - { 4 - [ 5 - ( tT^ J) ^ - 1 - /V-) 

5 ^i^/H - 2 h-^ y =3f / y i - 

(73) 5 - ^ 3 - {4 - [4 - (t°-<yv?>--l--f/W 

f^7^v- i ->r/W - 2H--ry^/y^-i-^- 

10 (7 4) 5-^^/1^-3- {4 - [4- (4-^^*!);) 

(7 5) 5-^^/V-3- (4- (4- (4-^f;Hf^7v?> 

-1--T/V) -^f-A^) ^7v?y-i-f;v) - 2H-^y^; 

{ 4 - [ 4 - (if^p^y-i-vf/i/) 
;v } - 2H-^y^;!)y-i-t 

{ 4 - [ 4 - ( tr ^ y > - i - a*) 
^/^} - 2H-^y#;py-i-t 

{4 - [4 - (kVUi>y-i-^/v) 

^r/v} - 2H-^y^y y^-i-* 

{4- [4- (4-*/^!)y) ^ 

25 /v] t°^y i -^r /u} - aH-^y^y y y-i-t^s 
(si) 3 - (if^y^^-4-^/v) - 2H-^y^y 

(8 2) 3- (i -^^/vt°^y -2H-jy*/vy- 



u y- 1 - 

15 (76) 7-y'ot-3- 

y^^] tVyv?y - 1 - 

(77) 5-^na-3- 
y*^/w] t°^9 5?^- l - 

20 X, 

(78) 5-/n^-3- 
y^/V] tVy^y- i - 

^x 

'(8 0) 5-^on-3- 
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(8 3 ) 3 - ( (4 -y 1 

- 2 h - y * j v y - i - Jr y , 

(9 0) 3 - (3- (Vy^T 5 /) \f;V) - 5 - * ,v 
5 -2H-^y^;!Jy-i-ty, 

(9 3) 3- (tf^ y 4 --fAO - 5-^^-2H-^f 

y *y v y- i 

(9 5) 5-^dp-3- Q-y?vVfc'^y^>'-4-<A') -2H— ^ 

10 (97) 4-y=^/V-3- (tf^!/'^y-4-'f^) -2H- 

(9 8) 3- ( 1 - y ^;vt°^ y i?^- 4 /V) - 4-7x = 
/U~ 2 H-vT y^r; V y- 1-^-^1 /5 7K#iD^, 
(99) 4 - ( 4 - y h * a =/W - 3- (1-^^/l-f^ 
15 - 2H--f y^y i)y-i-tv, 

(10 0) 4- (4-^np7x = ^) -3- {l-^^/V\f^. 

V 4-4 /is) - 2H-^y^;!)y-i-t>, 
(10 6) 5 -y/l^n - 3 - ( i -y ^^t°-<y 4 — f 

/v) -2H-^y^y yy-i-tv^ 

20 ( 1 07 ) 5 -n#^-3- (l-^f;Vtf^P^y-4--f 

;v) - 2H-^y^r/yy-i-tv, 
(108) 5-t K0^i/-3- ( 1 - y ^ y >- - 4 - 
- 2H-^fy^/!)y-i-ty> 

(1 1 0)*5- (4-y^/Vt^7^V-l— f/V) -6H-fxy [2, 

25 3-c] WJy-i-jry, 

(112) 6- (4-y^/Vt°^7v?>--l— f/lO -5H-^/ [3, 

2-c] t'y^y-4-ty, 

(114) 3- (4-y^;Vt°^7^^-l—r/k) -2H-^yX [f] 
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4 y*/ yy-i-*y s 

(115) 3- f^P *?y-l—> -2H ty 

x [f ] -Yy^y py-i-ty, 

(116) 3- (4-^f/VtV7i?y-l-^;V) -2H-^X [h] 

5 -fy=3r/ Vy-l-^y, 

(117) 3- (4-^ygvl-T^/ fc^JJ v^-1 — fAO -2H-^ 

x [h] -r y^y y y- i 

(120) 8-y^vv-2- (tr^y ^-4-ivv) -3H-w;y 
io (12 1) 2 - (l-^f;i/^3^y-4-^/v) - 8 - y 

/v-3H-^r-i-yy v-4-^-^, 

(123) 8 - y h 2 - ( i - y j~}\> tr^ y 4 --r 
/^') - 3H-#t/?y-4-ty, 

(13 7) 8 - y ^/V- 2 - (4-^^/V7^i/^nAdff 
15 ^-l-^T/V) - 3H-^t/!)y-4-ty, 

(138) 2 - (1-Tiflfiy^n [2. 2. 2\*9 9 y- S 
-^/l') - 8-^fA-3H-#t , /jy-4-t^ 
(13 9) 2 - ( ( 1 - Tif tf i/^ P [ 2 . 2 . 2 ] y 
3 - /V) y ^/W) - 8 - * f-fV- 3 H - V V y - 4 - # ^ , 
20 ( 1 4 4 ) 8 - y ?vV- 2 - ( 2 - ( v'y ^A'T ^ y ) J^/V) 
-3H-^t^P>'-4-ty, 
(14 5) 8 - y ^-/V- 2 - ( 3 - (i?y f^7 5 7 ) 7 v t° ;U) 

- 3 H-*r-r*s y y- 4 - 

(14 6) 8 -*j->V- 2 ~ ( 5 - (i^y f^7 5 J ) 'O'fvP) 

25 -3H-^ft)/!)y-4-ty s 

(147) 3- (4- (5?^f^7?;) >y?n^*-fy-i- 
<< fr) — 2H — s( y ^ y v y—i—x- y$s «t tf* 

(14 8) 3- (3- ( 4 -y f/Hf^? 1 ->f JV) 7n 
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tr/w) - 2H-^fy^/!)y-i-ty 

11. (15 1) (R) -3- (2-fc Kn^r^^/V-4-^^/Hf^7 

.5 -2H — r y^y y ^- 1-^-^ 

(15 2) (S) -3- (2-fc K**SO<^/l'-4-y?vV'fc p ^7v ? y- 1 
(153) 3- (3-t K-P 4 -y ^VVfcV<9 v?^- 1 — f /V) 

- 5 -/f>-2H-'f y^-y JJ l -^-v, 

10 (154) 3- ( 3 -x f 4 - ^ f /V tX7 i - ^ 

/v) - 2H-^r y^y y y~ 1 

(155) 3- o-y^/H^^y-i-w/u) -2H-- fy*yyy 

-l-^-^ N 

(15 6) (S) -3- (3-t Kn^i^5vV-4-y^Vt: 0 ^7^- 1 

15 -2H--fy^;yy-i-t^ 

(157) (R) —3— (3 — t KP^f;V — 4 — y i^i^— 1 

-- r/w) -2h — r y^y y y- 
d5 8) 3- a-yfvvf^y ^y-4 — tri -3, 
2H-^fy>y y y-i-^-y, 

20 (1 5 9) 8-y^-2- [2- (^if/VJ?/) ^5vV] -3H-^P 
(16 2) 3- (3, 5— S^^/H^?^- 1 -> T/V) -2H-^y^ 

y yy-i-tv, 

(16 3) 4- (4-yf/^7i^l/) -3- (1 -y ^vvt^y i?y-4 

25 -2H--fy^;!)y-i-ty N 

(16 4) 4- U-^/l^P^n/V) -3- (1 -y^vVt'^y i?^- 

4— f/v) -2H-^y^;!Jy-i-^ 

(16 5) 8-y^/V-2~ (2-t°^y SV^/V) -3H~W!Jy 
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(16 6) 8-^9^-2- [2- ^fv>] - 3- 

H-W!)y-4-t^ 

(16 7) 4- (2-* h^f?*^) -3- ( 1 ^vVfcf^}? ^y- . 
(16 8) 4- (3-^^:7^-/1-) -3- '(l-^^/Hf-^ys?^- 4 
(16 9) 4- (2-^f/V7s=;V) -3- (l-^/Vfc^y i^y- 4 

-^^) -2H-^y^;yy-i-^-^ 

10 (17 0) 4- (3-^ h^xsi/U) -3- (l-^T-ZUtr-^pS?^- 
(17 1) 5 h =¥W 9vl^3r^- 3 - ( 1 5vVfc° ^IJ 4 - 

-2H-^y^yyy-i-t^ 

(17 3) 8-^^-2- [5- (??if/U75/) ^V^/V] — 3 H — 
15 4-*^ 

(17 5) 8-^^V-2- [4- (^f^T^y^f^] -3H-^f 

(17 6) 8-^9vV-2- [3- (tfPF^y-l-{/V) yntf/V] - 
3H-^yjJ^-4-^-^ 
20 (1 7 7) 7- (l-^^/Vt 0 ^y^^-4— </>) -6H-1, 6—T7' 

(17 8) 5-^/V-3- (1-^/Ufc'^y i^-4-^f/V) -2H- 
(17 9) 4-^^/V-3- (l-^^/Wt 0 ^ 1)^-4-^/1^) -2H- 

25 ^y^f/yy-i-i-y, 

(18 0) 5- (s^^/urs/) -3- (l-^T/U\f^-])^y-4-^ 
(18 1) 5-757-3- (l-^^Vt p ^D^>'-4 — f/V) -2H- 
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(18 2) 4- (2-7;^P7i=/l') -3- ( 1 -y 9vH^!> S^ — 
(18 3) 7-^nn-3- ( 1 ?yVfcV<y 4 — < )V) - 2H- 

5 -fy^y jj>- i-^-^ s 

(1 8 4) 5-fc K»*f-3- (l-pi^^^v?>-4-^^) -3, 
4-i?tKn-2H-^y=5f-;!Jy-l-t^ 

(1 8 5) 5-^ h^-^^/V^i^-3- (3-^^-/VT5yyPtVV) 

-2H — fy^yyy-i-ty, 

10 (18 6) 5-tKo*^-3- O-^^T^/ynlf/V) - 2H- 

-c y^y y 1 -*>-mM^ 

(187) 5-^f^f;^i/-3- (4-^f/V7 5 7 7'f;l') 

-2H-- ry^yyy-i-ty, 

(18 8) 5-fcKn3r->-3- (4-^f^7^/7*f^) -2H — T 

15 y >-i~*>m.mm, 

(18 9) 5-fc K»*f-3- (2- (fc°-<y ^-l-^/U) i^VV) 
(19 0) 3- (1-y^/V-l, 2, 3, 6-ff7tKo^y^-4 

20 (i9i) 3- (i -^v-^fcv<y ^^-3->r/w) -2H-- ry^yy 

(19 2) 3- (l-^?vVf^y^-3->r/V) -2H — fy^7!)y 
(19 3) 3- (1-y^-l, 2, 3, 6-xh7t Knfc°y-^-5 

25 — (iv) -2H-s(y*cS y >-\-*-y^ 

(1.9 4) 3- (3-fc Kn^y^t^yi^-l-^/V) -2H-/f 

y^;!)y-i-ty, 

(19 5) 3- (4-aif-/V-3-t Kndr->^^fc°^7^^-l-^/P) 
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-2H-- f'y^/yy-i-^ 

(196) 3- (3-t Ka^i^ 9^-4-3/0 t7vt^7v^-l-^f 
A') -2H-^y^;!jy-i-ty, 
(19 7) 3- ( 4 -^y^- 3 - 1 K o ^ i/^ f i^V- 1 r-^ 

(19 8) 5 —z/v^- 3 - (3-t Yxx^t^/W^yi/ls-l-st 
-2H->f V . 

(19 9) 5-^o^-3- (3-fc Kt3^^^/V-4-^f/Hf^7-^ 

^-1— f/w) -2H-^y^yjjy-i-t^ 
10 (200) 3- (4-fc>sy it; f^jj 1 ->f/u) -2H-^y^y 

(201) 3- (3-t Kp^y^nf^y^y-i-^/u) -2H-/f 
y=^y y ^- 1 -^-^ s • 

(202) 3- (3- (^^^/v^/w^-Y/v) e^y^-i-^) - 
15 2H-jy*y y y- 1 -a-:^ 

(203) 3- (3-t Ko^i/y ^-4— f y^f^y^y- 1 - 
-r/t") -2H-^y=3ry y y- 1 . 

(204) 3- [4- (t?yw$y) :/9vH -2H-- (y*;vy- 
l-iry, 

20 ( 2 0 5 ) 5-y/V#P-3- (3-t Kn^ri/y ^-4-^ ^t°-<7 

i?y- 1 --f/v) -2H->f y^y 

(206) 3- (3- (^yw?yyf;v) t°-<y^^-i — f/v) - 
2H-^fy^;!)y-i-^ . 

(2 0 7) 6-y^/P-3- (l-/.fVVf^y V-ls- A-Jjv) -2'H- 

25 y y- 1 

(2 0 8) 7-^^/1—3- (1 -y^/Hf^y v^V-4— ' {A) -2H- 

y^v y y- i-*y^ 

(2 0 9) 8-^^-3- (l-p^/Vt^y v^-4-^A-) -2H- 
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^y^y yy-i 

(2 10) 7-^ f^->^^/^dri/-3- ( 1 -y f/W^ U S?y- 4 - 
(2 11) 7-tKn^rV-3- ( 1 -y fvWt^y *?y- 4 -JM - 2 
(2 12) (S) -3- ( 3 - 1 Fp ^r^^ f ^- 4 - ^ f ;VtXy l 
(2 13) 3- (3- (trnys^-l-47U) fcT/P) -2H-^y^ 

y y y- 1 -^-y N 

10 (2 14) 5-^dp-3- ( 3 - fc KO f /V-4 - ^ f A'^? 

- 2H-y y^y y y- 1 

(2 16) 3- [3- (fcT-ty i^y-l— </V) yntW] -2H — fydf 

yyy-i-^-y, 

(2 17) 5-tKn^-3- (3- (foy^-l-y/v) ^ntf;v) 
15 -2H — fy^/iiy-i-t^ 

(2 18) 5-y^/V-3- [2- -2 

h— fy^y yy-i-^y, 

(219) 3- [2- (tv<y-y>-i->f;v) -2H-yy^; 
y y- i -^-y N 

20 ( 2 2 0 ) 3- [2- (lfB!)^y-l-/f;V) 3:^/H -2H-yy^r/ 
(2 2 1) 5-yfvV-3- [2- (fpy^ — 1— (M -2 

h— <y^y y y-i-^-y, 

(222) 5-y^-3- [3- (fpy^-i-y/v) yntvv-i 
25 — r^] -2H-yy^;yy-i-ty, 

(2 2 3) 1, 5-ytKo-6- (1-y^P-l, 2, 3, 6-f F7 
tKot°y^y-4 — ifV) K°?)/xi [4, 3-c] t p y-> ? y-4-^-y s 
(2 2 4) N, N-i^y^vV-3- ( i -y ^yvt^y i?y- 1 — IVV) - 



42 



WO 02/094790 



PCT/JP02/04995 



2H-1 -iT^V^V^J !Jy-5-^m? K1/4tK#»s 
(2 2 5) 5-y^A—3- (^^kKn^fVK?^-7-^) - 2 
H-4 V is- 1 -*ls3/4fctfMs 

(2 2 6) 5-^^/V-3- (^^t Ko^yK?^-?-^) -2 
5 H->fy^!Jy-l-tVl/2*#»s 

(2 2 7) 3- (l-^^t°^!)^^-l-^^) -2H-l-^y>f 

y ^y y >- 5 -*/v#^ikftBfe!tt % 

(2 2 8) 5-^^/V-3- [3- (f^y i^y- 1 — -f;V) tW] - 

2H — fy^;yy-i-ty, 
io (2 2 9) 3- (^w^y) ^f/v-2H-^y^!)y-i-^y, 

(2 3 0) 3- [(4-y ^VH^yi^y- l--f/V) y^/V] -2H-^y 

(231) 3- (f-^y^y^^) -2H->fy^;!Jy-i-^ 

(232) 3- [(^;v*y^-i-^) - 2H-^y^-yyy- 

15 1 -t^ 

(2 3 3) 3- [(fc^fcf^y pt^vi/J -2H- <y^!) 

(2 3 4) 3- [3- (Tfr^-tv^y l — 7°ntW] -2H--f 

y^;yy-i-ty, 

20 (2 3 5) 3- (l-^^7T c E-^/^t°^y^>-4 — f/V-) -5-^^/V 

- 2 H--r y^y. y y- 1 -^-y i/4^k#ap^ % 

(2 3 6) 3- ( 4 f 3 - t^y ^7i^^- 1 -^^) - 5-y 

f 2 H-^f y ^y y y- 1 -ty i / i o*#Jd^ 

(2 3 7) 3- (1-7^^9^-4-^) -5-yf/V-2H- 

25 ^y^y!)y-i-t^ 

(2 3 8) 3- (l- (y^y^=;vr$y) t°^y v^-4— </v) 
-5-yf;v-2H-^y^y y y- i-*^ 

(2 3 9) 3- (1 - h y 7;^P7t VT5:y t°-<y - 
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5-^f^-2H-/f y*y yy-i -*i/ s 

(2 4 0) 3- [2- (ft^r^Vit^-l-JM -2H— fy 

(2 4 1) N- (5-^^/1— 2 H- 1 -tty^y*/ V >- 3 — fA») 
5 -2- (^^7$/) Ti?*5: h\ 

(24 3) N- (5-^^/1— 2H- y ^-3— T/1-) 

- 3 - (v?y f-/VT 5 y) y°n xn'^T $ K% 

(2 4 4) 3- (l-^^/V7 5; f^yi?^-4-> r^) 

-2H-^y^;yy-i-ty, 
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- 1 

1 2. — jR^; (I) fctfVT. 
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15 -2H-^y^;yy-i-ty, 
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Y#- (CH 2 ) m - (5£4\ mteOl§;fctel~l O^St^^T) «r*U 

15 i^*fcttT§/*r*U 

R^^7;^/V7 5 /£fcteTlB5£ (b) 
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10 Yfi 

- (CH 2 ) n - % 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) B - s . 
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2 8. (I) 
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(4) An7/^: 1 2^±<D^oy^JR^-eflKft$nfcft*»: 1 
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26 (16) /V. 
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7° p tr/v^^ Aspirin Z&mtf bfrs ' f/vft^Wf 
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(18) 7/^^r^;l/^7^ : (jb|B (12) tUM) t 

(1 9) ^;W7y.^y( )V 0 

(2 0-1) N-7M;W;U77 : &'f/i' : T^/HSWUilB (2) &|p|jg 
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15 

-« (I). • 
o 

Jk . 

NH 

20 xh:t/^k m&mz^hx^xh^^mmim&'ttctew&m* 
%Lxi>£\,^^~/isxw&£tix^xt>£i<^mmm*7!)\ &%^tzmmm. 
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(b) 



(c) 




(dj 




(e) 



Sfctt 
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25 (b) ~ (d) ©v^H^%^i-<b^«:ifm-^-Cfc5o 

i^TumMiiLT, (i) t\ 

[1] Y3&S . 
— (CH 2 ) m — % 
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- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - N 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) 

- (CH 2 ) m -CO-0- (CH 2 ) n -, ^tc)t 

- (CH 2 ) m -0- (CH 2 ) n - 

5 (j£«f\ mMn^l-^felil^T, ^fl^flO ^tcfi 1 ~ 1 0 <D« 

^-To R 4 ^^^f C «T/v^^-r 0 im - (ch 2 ) m -i>mmtu 

^ /W^^-^T /K N, N - i?Tfl'*t?\'j3 /W^^/K 7 is AT % J , i^T *>vv 

15 s 1~4<D^:&::^L > 

(1) Y#- (CH 2 ) m - (m=0) ^ORd54-^^/l-t 0 

Kn^>>if;v) ^yit^-l-' fA'Srac*"*^ R 1 ^^ T/l^ 
20 A\ T/V=^K ^D7/v^K tf'P^ 7^, i?7;^7 5A 

25 T^.^Sr^U (2) X^liffR^^U ^oY^- (CH 2 ) m - (m= 
0) Rfis*; (b) ~ (d) ©V^-f»bd»Sra«U Z»CHt*U 

(3) ±|E5£ (a) tftf^S^SraHii^ R 6 tet Kndr^7/^/Hr^ 
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[2] xtfT/i^/K w&&z%vx^Tb£\<^&wmmmm-£tc\-3:n 

[ 3 ] R 1 a*/M3 y ^ s T/V^r/K 3rix N /M3 7;^;K tKB 3rV N 

5 7$ A ^T/i"¥/W$A =M3, T^/K j&A'ff*^ xxr 

/K #/W<^/K N-T^^/W^^/K N, N-^TV^A'jfr/W* 

10 R^s^^-T'fk^^ifd^ff 

0^UV^^xn^b-a-^tLT, (I) *\ 

[A]- ^$(5^^^*fcW:rm^^^L, 

X &TA"*A''§L fctegg|&£W LTfeiV^s $*I/C Wt t> X 

- (CH 2 ) 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -, 

- (CH 2 ) m -CO- (CH 2 ) n - 

20 (5$*, mRVn &Wl-t.tcnmteoX, -we*to£;fcra::L~i oofifc 

^-To R 4 ^m^1"c I1U - (CH 2 ) m -^TOt^1-5 0 ) ^ 

u 

R 1 *? itPR 2 ^^)— IftU^ot, ^ntfy^ 7^3r/K 

25 ^7^>^ N N, W-*?T A>**4 A** r?V^^ir 

% it \%T ;V =j * */T)\'*}\'ir* y U 

R*si?T/v^vT $ y sfctt*^* y / &^i-jo\ fe5VNfi±E^; (a) 
~ (d) 
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s # 1 ~ 4 COMW^^'to 

t ifi 0 ~ 3 <d&$c&&1-. 
5 u 1 ~ 3 <DW&%7F-t 0 

. 7 T/v¥;v^v^=/VT5/^fe«:±fB^; (f) 

Y' aS|WBYfcW||t?fc5. 

15 t • # i ~ 3 (omk^-to 

20 R 8 «^^-fo)) 

[B] ^a5^m^#^fc«rM^^«r^L, 

- (CH 2 ) m - % 
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- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - % l£tc\$ 

- (CH 2 ) m -CO- (CH 2 ) D - 

7F-f 0 R 4 #7kSf£^-f% <&U - (CH 2 ) m -&®mtffi&ir?>>) Sr^Uv 

R^T/i^/KT $ 7 *ttfc*/u>* V / %7rrf1)\ £>5V^±fB5£ (a ) 
10 ~ (d) 

s #s l ~ 4 <7?S^:^r^i- 0 
t # o ~ 3 <Dg$c£r7Fl- 0 
15 u 1 ~ 3 ©fiafc&jF-f. 

3r/l^# £> 5 1> {4 R 5 <b R 6 ' m^te o T<5r > ^&^-f 0 

20 TVi^/O'.x^^/K T->/V7'$y > KKo^ 7!i-;i^7;^/K 
77*^^ 7;v^^*=;v7^ / &fcf3_kiE5£ (f) 
(SS^, Y* #tfrlBYilBlirt?fc<5. 

25 t ' *S 1 ~ 3 ©S^^^i" e 
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{IU X#£*]B^«:j3*1i&£\ RfiJtfBitS (b) ^l-^^^j;!?^:^ 
5 [C] ^^fi^^^fcftrS^^L, 

YIS 

10 - (CH 2 ) m -s 

- (CH 2 ) m -N (R 4 ) —CO— (CH 2 ) 4fcl4 

- (CH 2 ) m -CO- (CH 2 ) n - 

^^-To r 4 «tK^^^i- 6 <au - (ch 2 ) m -t>mmt%;&tz>o) 

15 L N 

Rf4i?T/v^vT5y*fcf4^-/v^yy^i-j6\ fcsv^TiB:;*; (a) ~ 

20 (c) 

s ft 1 ~ 4 OS^^r^-fe 
t fi 0 ~ 3 (D&%t%7Fir 0 
25 u it 1 ~ 3 £>g$c3r^1-o 
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t' » i ~ 3 ©safc^sH". 
CD], &m&ft\tw&&-£tcte-n&&*7jii', 

Yte 

20 - (CH 2 ) B -> 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) B - % IZtcte 

- (CH 2 ) ,-CO- (CH 2 ) n ~ 

^•T 0 R 4 tt7K^^1-o {1U - (CH 2 ) m -«s«»i*S'&i-5.) 
TA^^f* kKo^, 7$ A ^7/l^f A7 $ A N, N 
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~ (c) 

s Ht 1 ~ 4 ©SitSr^-f o 
5 t & 0 ~ 3 £>S$c£r^i\ 

u » i ~ 3 ©^^^-r 0 

/V&~sUT^/-£tclZ±m& (f) 
Z' Hiil^^/Tt. 

15 w liCH, gmm^tcimmm^&^-r. 

t' I4l~3©^^1" 0 

<aU ±155£ (a) ^t°^7v?^^i-^ N R 6 «t Knari/7/^/^ 
.20 £LfrV\, 

{fiU x^^0^^^-f-^^ Rte_hiE5£ (b) ^i-^-a^j^*b<, 
[e] /SWitri^^^L, 

25 fAri^Vfy^U 

Y#- (CH 2 ) m - mtt0^fc«l~l O^^^i") 
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R*s??r/u#/VT$ 7 &*vfjK fcSV^HLhlB*. (a) (b) 

5 WtfCH^fiMJ*****". 
t # 0 ~ 3 <DMW&7Fi-o 

10 [F] ^^^-M-a-«r^L> 

.15 Y#- (CH 2 ) m - (*4»s m#0*fcttl~3©SE»:&?5H') 
R 2 «^Sr^U 

R^T/l^KT^, ±1B5$ (a) 

20 t * i * ft 2 ©«ifc£^-r 0 

RStfSt Ka^T/V^t^U R 5 " 
SfcteJifBsS; (b) 

25 w#st*«^-*^i-. 

t # 2 ©S^^-^-fo 
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.(1) 5-^^-3- (4-^^^yi>^-l-^/^) -2H--Y y 

(2) 3~ (3-i?^f;V75 7 fpyi?/-l-^;H -2H 

(3) 3- (4-^^f;V7^t^^^y-l->f^) - 2H 

(4) 3- (3-k Ka^fV/f;v-4-^f;nf^7^^ - 1 

-^f/v) - 2H-^y^yj>'-i-ty, 

10 (7) 3- (4 -7°P fc°/Vfc'^9 v>y- 1 -JJ>U) - 2H-^ y 

(8) 3- (4-^y^/i/*=/i'^7^y-i-'fM -2 
H-^y^r / y y- i -^y^ 

(9) 3- ( 4 -at h *iy%;]stf~/l> v?y- 1 - 4 ?V) - 

(10) 3- (4-yfM^tV7-^-l--{;l') - 2H- 

'fy^/yy-i-ty, 

(11) 5-^f/v-3.-: (4-yf;v* ; t^7^-l-^;v) -2H 
20 (12) 5-^^vV-3- (4-i?^f/V7$;t'<Pi?>'-l 

->f/v) -2H-yy=3ryyy-i-;*-y, 

(13) 3- (3 -i?* f;V7 5 / fa y -yy- 1 -^/V) -5 

t-A' — 2H-^y*/i)y-i-ty, 

(14) 5-y^^-3- (4-^/v/jsy/) -2H-^ry^fy 
25 py-i-ty, 

(17) 3 - (4-t Kn^r-y^y v?^-l--f/V) - 5- /- 

^/v- 2H--r y^; y y - 1 -*-y^ 

(18) 5-y f^y - 3 - (4 ^/Vt?^7 v?y- 1 -y /v) 
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-2H-^y^;jy-i-ty, 

(19) 5-fKo^i/-3- (4-^f/H^^7^y-l-^ 

;v) - 2H-^y^;yy-i-ty, 

(2 0) 5-^^^-n-3-(4-^ fc°^< 7 ^ - 1 - 

5 -2H--i'y^/!)y-i-ty, 

(21) 5-^op-3 - (4-yf;V^r^y-l-</l') 

-2H-^y^;!)y-i-tv, 

(2 2) 5-^n^-3 - ( 4 - * <3-/V — 1 /V) 

-2H-f 

10 (23). 8-^bp-3 - (4-^ f;RV7^y- i -✓f ,v) 
-2H-«Cy*c / V y - 1 - # V , 
(2 4) 7-^^/1—3- ( 4 1-^/L) -2H--T 

y=¥7 y ^- 1 

(25) 7-r/n^--3 - (4 ^vHf^yv*^- 1 -s(?V) 

15 -2H-^y^;!)y-i-ty, 

(2 8) 5 -7 fVHrxi - 3 - (4-v?^f/V75y t^Pv?>- 

i--r/v) - 2H-'fy*y py-i-^y, 

(29) 5-^nn-3 - ( 4 - ^ f/I/7 5 / !)i/y- 1 

--r/i-) - 2H-^y^y !)y-i-ty, 

20 ( 30 ) 6 -^ao-3 - (4-^f;vt°^7v ? y-l-^;i') 

-2H-^y^y yy-i-ty, 

(31) 7-^o^-3- (4 -i?^ f/U7 5 J fc°-<JJ v*^- 1 
-^/i') - 2H-^y^/!)y-i-*y > 

(32) 5-^n%-3 - (4-i?yf/i-75y t^y^y- 1 
25 -'f/v) - 2H-o^y jy-i-ty, 

(3 3) 5-7/V^-n-3- (4 - (2 — fc Kn^i/ifA-) fc° 

^jp-y — \ -4 a>) - 2H-^y^/!)y-i-ty, 

(3 4) 6-^^/V-3- (4-yf^t e ^7i^y-l-^/V) 



81 



WO 02/094790 



PCT/JP02/04995 



- 2 h - <i y 3r j v > - i - V x 

(3 5) 3- (4- (2-'tKB**/*fA') tr^9i?y-l- 
-Ov) -6-^f/W-2H-f yaf-/y y-i-ty, 
(3 6) 8-^^/1^ - 3- (4-^^/> y 1 - 4 Sis) 

5 -2H-^y^f; jy-i-ty, 

(3 7) 7-^n^-3- (4- (2- 1 Kq^Vx^) tXyi^- 1 
-2H-^y^7!)y-l-t>', 

(3 8) 3 - (4 f;v^7i?y - 1 ->f AO - 5 - =. b n - 

2H-^fy^;!Jy-i-ty, 

10 (39) 5-7^7-3- (4-yf;vtV7^-i-^/v) - 2H-< 

y 1 -^-^itK#», 

(41) 3 - [4 - (2-t Fd ^i-^^/V) v 5 V- 1 - 

(43) 3 - [4 - (2-t Ko ^ri'Ji^AO f^7i^V- 1 - 

15 - 7- ^f^-iH-^y^;!)y-i-^y, 

(6 2) 3- {4- [2- (tXy S?^- 1— f/V) 

i-^M -2H-^y^;!)y-i-ty, 

(63) 3 - {4 - [3 - (tVy^y-i-^/p) 7"o^] 
fc*-! 7 ^ - 1 - ;V} - 2H-^y^/!)y-l-t> v 

20 (65) 3 - { 4 - [ 4 - ( tr^ y v - i - AO tr 
^r^y-i-^/H -2H-^y#; y ^ - 1 - ^- ^ „ 
(66) 3 - {4 - [5 - ( br^ y 1 -^ao -<>f-^2 

fcf^i^- 1 A-} - 2H-^y#/!)y-l-ty, 

(6 9) 5-^^-3- [4- (4-^*yy) tf^y^-i-^/^] 
25 -2H-fy^yi)y-i-t^. 

(7 0) 5 - 3 - { 4 - [ 2 - ( tr^y S?^- 1 ->f aO 
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(7 1) 5 - * f-fr- 3 - { 4 - [ 3 - (^9^y-l->f/V) 

/nf^] f^7^v- i — f /i^ } - 2H-^y^; y ^ - i - 

(72) 5-^/w-3-{4-[5 - (if^y^y-i-^^) 
5 is is- 1 - a- } - 2H--^y^; yy-i - 

(73) 5-^5^/V-3-{4 - [4 - ( \f ^ y ^ Is - 1 - >f ;V) 

?- a*"] \f s<? vis- i -sf/u) - 2 h-4 y * y v y- i - * 

10 ( 7 4 ) 5 - y f-;V- 3 - {4 - [4- (4 -^/V* !) / ) ^ ^ 

(7 5) 5 - ^ f-A- 3 - (4- (4- (4 - ^ f ^f^yvJy 
-1--T/W) isls- 1 ->f /v) - 2H--fy^/ 

V Is- 1 -*ls, 

15 (76) 7 - ^ n * - 3 - { 4 - [ 4 - ( tT ^ y 5^ ^ - 1 - >f A') 

:/^a] s?>-- i -xf 7 u} - 2H-^ydr;yy-i-t 

(7 7) 5 - ^ n n - 3 - { 4 - [4 - ( tT^i JJ v 5 ^ - 1 - >f A-) 

20 

(78) 5-^d^-3 - {4 - [4 - ( fcT^ y is is - 1 - J A-) 

-ff-zvi t°s<7 is is- i a} - 2H-^y^y uy-i-t 

(80) 5-^uo-3 - {4 - [4- (4-^/V*!)/) ^ 

25 /v]f ^7^y- i - 2H-^y^; !) y-i-tv, 

(8 1) 3 - (\f^.Visls-4-yf/V) - y * S V > - 
(8 2) 3- (l-;*5vVt p '<yv?>'-4->f/l') - 2 H-^f y !) V- 
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1 -t>l/5*», 

(8 3) 3 - ( (4 - ^f/H:X7^y - i - A >v) ft/Utf^/U) 

-2H-^y^;!iv-i^y, 

(9 0) 3- (3- (^^f/V7?7) 

5 -2H-^y^;yy-i-^y, 

(9 3) 3 - (t e ^y 4 --OV) - 5 i-;l>- 2 H - -<f 

(95) 5-^nn-3- ( 1 ^/Vt°-^!) 4 —OV) -2H--f 

10 (9 7) 4- 7 /V- 3- (t'^V i?y- 4 -4 fr) - 2H- 

-r y * / y 1 -^^Ute*^^, 

(9 8) 3- ( 1 -y ^tT^ V 4 ->T *0 -4-7^ = 

(99) 4 - ( 4 - y h 3i =/V) - 3 - ( 1 - * J-7VM°s<- 

(100) 4 - (4-^oci 7*=^) - 3 - ( 1 -y ^-;V\f^< 

V i? y - 4 - y ;v) - 2H-yy*;yy-i-*y, 

(10 6) 5-7/V^-n-3- ( 1 -y ^/vt°^y 4 -W 

20 (1 0 7 ) 5 - y h 3r 3 - ( 1 - y f/Hf ^ !) - 4 - ^ 

;v) - 2H--Y y=^/ y y- i - t^, 

(108) 5-fc Kn^y-3- (i-^f/vi^^y^y-4- 
•Y/v-) - 2H-^y^y uy-i-ty, 

(110) 5- (4-^^^y^y-l-y(M -6H-fiy [2, 
25 3-c] t°U v^y- 7-^"^ 

(112) 6- (4-^^t°-<7^^-l --f/V) -5H-fx/ [3, 

2-c] t°y^^-4-^-^ 

(114) 3- U-y^vHf^^- l-'f A-) -2H-<yX [f] 
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>r y >-i 

(115) 3- (4 - ^f /V7^ t^y i -2H 

X [f 3 ^y^/yy-i-^-y, 

(116) 3- (4-^9vVfc'^5^- 1 ->fA-) -2H-'<yX [h] 

(117) 3- (4-i^5vk7 5/k^yi^-l-^VlO -2H-^y 

x [h] ^ y^/yy-i-ty, 

(12 0) 8-^^/V-2- (fcV<D S?V-4->f/lO -3H-W!) y 

10 (12 1) 2 - ( 1 - f/Vt 1 ^ y 4 - -f /V) -8-^^ 

7V-3H-^r^-yy y - 4 - & is , 

(123) *>- 2 - ( i - / <?}\> t*^ y i? > - 4 - >r 

/v) -3H-^tyj)y-4-ty, 

(13 7) 8 - ^ ^A-- 2 - ( 4 - S?* 5^>^P^^f 
15 y-l-.^T/V) - 3H-^t/U 

(138) 2 - (1-Tift'v-^n [2. 2. 2] ^"^^^-3 
--TAO - 8->f^-3H-^typy-4-ty, 

(139) 2 - ((l-Tlffc'^o [2. 2. 2 ] * * f - 
3 ->T AO ^ ^AO - 8 3H-^ft^!) f- 4 -^-^ > 

20 (1 4 4) 8 -^ ^/V- 2 - ( 2 - (i^^;V7 5 7 ) J^AO 
-3H-^ft^!)y-4-ty, 
(14 5) 8 - ^ 5^A-- 2 - ( 3 - (i?^ f/V7 5 / ) -fxi M';V) 

-3H-^t/!)y-4-ty > 

' (14 6) 8 - * f-jv- 2 - ( 5 - (i?^ f;V7 5 > ) ^V^AO 
25 -3H-=3r^- N /y^-4-^-V, 

(147) 3- (4- (^^f/V7$y) ^^n^dfih^-1- 
>fAO -2H-^y=3f/!)y-l-t>, 43itJ« 
(14 8) 3- (3- U-^A-tf^v^-l-^fA') 7°otVV) -2. 
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h — fy^r/yy-i-t^;!^ 

(151) (R) - 3- (2-fc Ko^^fA'- 4-^^/Vt°^7v ? ^— 1 
(i5 2) (S) - 3- (2-fc Ko ^i/^ f/V- 4 - ^f ;Hf^7^X- 1 
(15 3) 3- (3-t Fo^r->^^-4-^^/kt 0 ^7-^^-l -^/l^) 
(15 4) 3- (3-3ih^rv'^/^=^-4-^^H: 0 ^7^^- 1--Y 

10 (155) 3- (3 -pt?vi'fcV<7S*j'- 1 -^ao -2H — ry^yy:/ 
- 1 

(15 6) (S) -3 - (3- fc 1 

->f/v) -2H — fy^y 

(15 7) (R) -3- (3-tFn^f;V-4-yf;H: , '<7-yy-l 

15 -^f;v) -2H-^y^y!iy-i-t^ 

(15 8) 3- (1-^fyH^ty — -3, 4-5?fcKo- 

2H-- ry^y vy-i-a-is, 

(15 9) 8-^^-2- [2- (e;*^7 5;) -3H-^ 

20 (1 6 2) 3- (3, 5-i?yf/VtV7i?y-i-^;V) _ 2 H— -fy^r 

yyy-i-^, 

(16 3) 4- (4-^W*=^) -3- (l-^^/Wt e ^y^^-4 
(16 4> 4- (4-7^t3 73i=/V) -3- ( 1 fvWfc'^y i?^- 

25 4-^f/^) -2H-<y^;yy-i-ty/ 

(16 5) 8-y^-2- (2-^y^yxf^) -3H-^tyyy 

(16 6) 8-^^-2- [2- (^r/W*y ^-4-^A-) ^/V] -3 
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H-W!)y-4-t^ 
(16 7) 4- (2-^ Y^y^=^;V) -3- ( 1 f/V^]) i»- 

4-^^) -2H-^y^;yy-i-ty, 

(16 8) 4- (3-^^7^^/V) -3- (l-^^VVfc'^JJ v^-4 

5 -^^) - 2H-^y^;!)y-i-t^ 

(16 9) 4- (2 -/fvl^zucr/v) -3- (1 -^fvVfc^y 4 
(17 0) 4- (3 -/ h^v^^/l^) -3 - (l-y^txy^- 

A-A/v) -2H-fy^;!Jy-i-ty, 

io (171) 5-t< Y^yff-tXsJr^s-Z- {l-^^-;v\f^)'yy-A- 
-2H — fy^yyy-i-ty, 

(17 3) 8-^A—2- [5- (v^/KT^/) -3H- 
(17 5) 8-7^^-2- [4- (i?j<?-/l<T%/) ^/V] -3H-^r 

15 tyy^-4-t^ 

(1-7 6) 8-^^/1—2- [3- (t°n ]) *?y- l -- f/V) 7"o fcVk] - 
3 H-^^y !) ^- 4 

(17 7) 7- (l-^^t°-^y^>—4-^/l') -6H-1, 6-i-y 
Vis- 5 1 / 1 0* g % 
20 (1 7 8) 5-^^/V-3- (l-^fvUf-^y S^-4 — -2H- 
y*J V is- 1 

(17 9) 4-^/V-3- f/V) -2H- 

^y^/yy-i-^y, 

(18 0) 5- (^W$y) -3- (l-^^/Vt°^y v?^-4--Y 

25 ;>) -2H-^fy^/!Jy-i-tys 

(18 1) 5-75:/- 3- (l-/^;Vt' , -<y^V-4-'i'/U) -2H- 

'fy^/yy- 1 

(18 2) 4- (2-7/V^-d7^-/V) -3- (1 -^^VVfcV<y 
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(183) 7-^nn-3- ( 1 -* 3vVfcV<y i»- 4 — f/U) -2H- 

vy-i-*y, 

(18 4) 5-tKo 3 - ( 1 -> f-A>\f<<9 4 ->f - 3 , 

5 4-^tK.B-2H — ry^/y^-i-*^ 

" (185) 5 h <¥SO* ^vV#-^>— 3 - ( 3 f-/UT 5: y :/n fcVv) 

-2H-- ry=3ry y y-i-*y, 

(18 6) 5-KFo^/--3- {3-i?*?-A'T%/?xi\ifr) -2H- 

>r y*y y ^- 1 -^v&m&s 

10 (18 7) 5-^^^f;^t^-3- U-S^^vKr^/T^/P) 

-2H-^y^/yy-i-t^ 

(18 8) 5-t>W/-3- (4--^^;^^/^^) -2H — f 

y y y y- i -a-^notau 

(18 9) 5-tKn^i/-3- (2- (tf^y 1 --|Vv) 3^/V) 

(19 0) 3- (l-y^-i, 2, 3, 6— r hy t Kp try ^y-4 
-> c/v) -2H-fy^;yy-i-tVv 

(i9i) 3- (i — ivi^/vt^y i^^-3-^/v) -2H-^y^yy 
^— l— 

20 (1 9 2) 3- (1— 3-4 A?) -2H-J y*rS V 1/ 

- 1 -X-fs 

(19 3) 3- (1-y^-l, 2, 3, 6-rh7tKn^P^-5 

— r/v) -2H--fy^;!;y-i-^ 

(19 4) 3- (3-t Ko^f/l'^^-l-'f^) -2H--T 

25 y*;vy-i-*>-s 

(19 5) 3- (4-xf^-3-t W/I') 

-2H-^r y^y y 

(19 6) 3- (3-t KP=3rv'y^-4-y 0 n tVl-t^y-y^- l-W' 
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;v) -2H — ( V>-l-*>, 

(19 7) 3- (4 -^y 3 - k Kn ^f^^ f^t^y i^^- 1 — C 

>V) -2H — fy^J Vls-l-*>s 
(19 8) 5-/p^-3- (3-t Yxx^st^tVYf^vitls-l-J ;\>) 
5 -2H-4 V*/ V is-l-tf-y, 

(19 9) 3- (3-t Kndr^^/V-4-^^t°^7 

(2 0 0) 3- U-lf-^DSVfcV^SJf-l— </^) -2H-^y^/ 

10 (2 0 1) 3- (3-t KP^f/Vf^P^-l-f/V) -2H — f 

(2 0 2) 3- (3- f^y^-l-^T/V) - 

2H-- r y^y p ^- 1 -*> s 

(20 3) 3- (3-t Fn^f/V-4-^fy/f/H:V7i;y-i- 

15 ^(;i/) -2H-^y^yyy-i-t^ 

(2 0 4) 3- [4- (v^^vKTS/) ^/U] - V *J V 

(2 0 5) 5-7/^d-3- (3-tKP^>/f/] — 4->^tT-<7 

20 (2 0 6) 3- (3- (v?yf/v7$yy.f/v) 'tr^j;i?v-i— ov) - 
2H-^y^yyy-i^y, 

(2 0 7) 6-^^-3- {l-ff-tW^Wl/- 4-4 >V) -2H- 

^ydfy uv-i-ty 
(2 0 8) 7-/-9VV-3- (l-pt^V^y S?i>-4— f/U) -2H- 
25 4 V$rJ V is- 1 

(2 0 9) 8-^/1—3- (l->^Vf^J)^>-4-^/V) -2H- 

^y^/!)y-i-ty, 

(210) 7-;* h^->^^/V^i^-3- (l-yf;VtX!)i?y-4- 
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(2 11) 7-tKB*'>-3- (1-y^vH^y -2 

h — r y^y y y- i -^anfctlL 

(2 12) (s) -3- (3-t 1 
5 -^f/v) -5-^f;V-2H-^y^/r/-l-t^ 

(2 13) 3- (3- (f ny-^-l-^/W) -fn^)V) -2H-4y*c 

y y 

(214) 5 p p- 3 - (3-t Kn Wf;V-4-^f;V^7^ 
y-l-^Vv) -2H-^y^/!ly-l-t^ 

io (216) 3- [3- (tv^y^-i -4>v) yotvi/] -2H-^y^ 
(2 17) 5-t Kndf-V-3- (3- (trpJJ — f/v) ypfcW) 

-2H — r y^y y v- i 

(2i8) 5-^^-3- [2- — f/vo -2 
15 H-^y^yyy-i-tv, 

(2 19) 3- [2- (fcXJJ^-l-'f/V) rc^] -2H — ry^r/ 

yy-i 

(2 2 0) 3- [2- (l?BP«>y-l-^) ^/V] -2H— ry^ry 

V >- 1 -a-^ 

20 ( 2 2 1) 5 - fvU~ 3 ~ [2- (fc°a JJi^-l — f/V) -2 

H-^fy^yy-i-ty, 

(2 2 2) 5-y^V-3- [3- (t°P p v 5 ^- 1 -> f/V) f /V- 1 

—OK] -2H-/fy^;>jy-i-^ 

(2 2 3) 1, 5-S?fcK»-6- (1-y^-l', 2, 3, 6-fh? 

25 f^yn [4, 3-cj \?vi?>-4-*y, 

(2 2 4) N, N-i?y^/U-3- (l-y^/H^yi^-l-^/V) - 

2H- i -^*y^y*y y y-5-;fr^*f-$ vi/Afrttmb. 

(2 2 5) 5-y^-3- (^^tKn^yM^y-7-f/W) -2 
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(2 2 6) 5-^^/W-3- -2 

h— r y=¥/ y >-i ~^\/2i^mm, ■ 

(2 2 7) 3- (1-^^/Hf^y^V-l-^/W) -2H-l-t^y-f 
(2 2 8) 5-y5vV-3- [3- (fcXyi^-l-lVV) fcVl/) - 

2H-^y^/yy-i-ty, 

(2 2 9) 3- (^y^vKTS/) ^f;V-2H — f y 3fy y ^- 1 

(2 3 0) 3- [(4-^^;Vt°^7v f V- 1 — y^/V] -2H-^y 

io uy-i-t^ 

(231) 3- - 2H-- r y=¥y y 1 

(232) 3- [(^-/^y ^-i-^r/i^) y?yi/| -2H-- ry^r/ y 

(233) 3- [(^^-t-^y^-i-^/L-) y^viyi -2H— ry^/y 

15 ^- 1 -^-^ N 

(2 3 4) 3- [3- f^) 7°atVv] -2H-Y 

y^y y >- 1 

(2 3 5) 3- (1 -7^7 7^/^!) v^-4 — T^) -5-y?vV 

-2H-/ f y*y y^-i-*yi/4*tfan* % . 
20 (2 3 6) 3- (4-yf/v-3-t^yt t -<7^>-i— f/w) - 5 -y 
f/v-2'H-fy^; y -y-i-^i/x ofctttoVo. 

(2 3 7) 3- (1-T^y \f-<V 9 J>-4-4A) -5-yf;V-2H- 

(2 3 8) 3- (l- (y^^^-^r^:/) t°^y^^-4-<^) 
25 -5-yf/v-2H-^ y*y y i^-i-^-^ 

(239) 3- (l-vyy/v^-nr-fefT^y t°^y^^-4 — f/V) - 
5-y^/w-2H— ry^y y^-i-^, 

(2 4 0) 3- [2- (^^yi/y-l-^yV) =fvV] -2H-^y 
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(241) n- (5-^f;v-2H-i-t^y'f.y^; yV-3— f/v) 

-2- (i^fVl'TS/) T-fe^^Ks 
(24 3) N— (5-^f/V-2H-l -^y^V^rJ V Is-Z-j/V) 
5 -3- (^W?;) K 

(2 4 4) 3- (1 -itf^SUT*; fc>£y v^-4-^/V) 

(245) n- (5-^f;v-2H-i-t^y^y^;yy-3-^/v) 
-4- (^yf/vr?;) h\ 

10 (2 4 6) N- (2H-l-t*y^y^/!/y-3 — f;P) -4- (S?y 
(24 7) 3- (4-^^/V-2-^y -2H- 

>f y > — i 

(2 4 8) 5-*?7U-3- (1-y^yHfa y i?^-3— <OV) -2H- 

15 >fy*-y y ^-l-tf-i^ feiuj 

(249) 3- (i -^f-/vt°a y ^>--3-^r/v) -2H-- <y=¥/y> 

(i) 5-y^-3- u-y^tv^i^-i-^ iw) -2H- ry 
20 ^-/yy-i-t^ 

(3) 3- (4 - ^yf/v7 5 > tr^y s>^- i --fAO - 2 H 
-^y^r / yv-i 

(4) 3 - ( 3 - t Kci d^i/y ^/V- 4 - ^ f;V\?s<y 1 

25 (12) 5-^f;V-3 - (4-^f;U7?/^^i?y-l 
- 2H->f.y^/^-l-t^ 
(19) 5-t Kn^-y-3- ( 4 - y t 0 ^ 7 *S V - 1 - 4 
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(8 2) 3- (l-^i-/U\i'-<V — (As) -2H-4 V > — 

(9 0) 3- (3- (^^f/V7 5;) ynf/V) -5-y^/V 

-2H--f y^-; y ^ - i 

5 (9 8) 3- ( 1 -y ^/Vtf^y v 1 ^- 4 -J/V) -4-7x^ 

2 H--r y*/ y i i /5*tt;on«K 

(108) 5-t F 4 o^i/-3- (l-^f/H: , ^F^y-4- 

-f/v) - 2 H--r y ^y V kz* 

(12 1) 2- (l-y^vVt^yi^- 4-^/1") -8-^f/V-3H-- 

io =¥^y*y >-a-* s s ; 

(15 6) (S) -3- (3-b Fo^iy^^/i— 4-^^t°^7v ? >'- 1 

-2H-<y^/!]y-i-^ 

(17 8) 5-^^-3- (l-^^/Ut°^<y^>'-4 — f/l*-) -2H- 
15 (18 1) 5-T$y-3- (l-^^/Vt 0 -<y^>'-4-^/l') -2H- 

y^y y >-i-^ s 

(18 6) 5-tKP^V-3- (3-^f;V75y/Bf/V) -2H- 
(18 9) 5-tKtJ^>-3- (2- (Myitis- 1-4 M ^fvv) 

20 -2H-- - r y^y y i tsxx) 1 

(2 12) (S) -3- (3-t KP^Wf/V-4-^f/H;^7^-l 

T/v) -5-^f/v-2H- f y*y y ^-i-^-^s^{f bti> tf-cfc 
(8 2) 3- (i-y^/vt°^y ^^-4-^/v) -2H- Yy^y y >- 

25 ( 9 0 ) 3 - ( 3 - (i?^/V7^y) /nf/V) -5-y^A- 

- 2 h - 4 y =¥ y y ^ - i - > & £ 
(10 8) s-kKn**/-3- (l-y^vn^y *J>-4-4A') -2 
h-4 y«*y y ^- 1 ; &Tf\Z 
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(15 6) (S) - 3- (3-t: Fn^W <f-)V- A-tf-fW^Vxs- 1 
(17 8) 5 3 - (1 -^/Vfc^y -2H- 
5 (181) 5-T5/-3- (l-^/Vfc°^JJ v^-4-^/V) -2H- 

>ry^y y y-i-^-y, ' 

(18 6) 5-tKn^r>>-3- (3 -i/y 7 7°u tW) -2H- 

(18 9) 5-fcKP=¥^-3-^ (2- (^y-^-l-^/V) 

10 -2H--fy^; y texxf 

(2 1 2) (S) -3- (3-t Vu^-i/^f-;U-4-^^^yi^y- 1 
->f AO -5-^f;V-2H — f y^r/ y y- 1 -*^3»ff4-UV». 

-jR* (i) fcfc^x, 

15 U 

x bT <b.ct V ^ 7 =. =/PT?|Kfc3 flX ^X i v 

Yds- (CH 2 ) m - (5£f\ mH:0£fcttl~l 0 cD»%^f) 

r # ^t;V"¥/vt 5 y * fc »±IBS: ( b ) 
25 t # 0 ~ 3 ©SafcSr^-f. 

mzzv&fix&v), zfit><Dfc&Vdtp y 
(8 2) 3- (i -jtf'A'M'zy it-y-A-jA) -2H-sy*/yy- 
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(108) 5-t Kn^i/-3 - (1-^ Tfr t's<V 4 - 

4 /V) - 2 H-^T y U V— 1 -jTls&JiTf 
(12 1) 2- (l-y^f^y i?y-4— (M -8-^f^-3H- 

5 y ^-4-*^w* lv\ 

— ff^C (I) iC&VMT, 
10 iAr^yfyf^U 

Yds- (CH 2 ) m - (5£«*\ ml40ifcftl*-l OOWk^^f) 

15 S'ifcttT^ / $r^U 

R^TA-^yVT $ 7 tfcteiifEsS ( a) 

(3£«k w#cH*fc»ai*«f-^i-. 

t # 0 ~ 3 oagRSr^l". 
(15 6) (S) -3- (3-fc Fadf^^/V-4-^^t°^7v ? ^- 1 

-- -f/v) - 2 h— r y y ^- 1 -nr> s 

(2 12) (S) -3-. (3- 1 Ku^V^^/V- 4-^^/Wf^<7 v 1 ^- 1 

25 -> r/v) -5-^t;v-2H — ry^yyv-i-^-yas»*n#\ 
— j&5£ (i) {h&v^t, 
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x frw&m * % l x h <£ v ^ 7 ^ -^xw& £ fix v nt «t v ^mmm* a>\ 

Yfc- (CH 2 ) B - (5£* v mteO£fctt:l~i 0<Dmt£*t) 



5 R 2 ^tK^^L s # 

t as o ~ 3 ©ttir^t. 

10 R 6 ^tK^> ^T^^r^T ^ 7 ^fcteTA^V&^-fo) ^^H-fb^^ P A 



(1) 5-^^-3- U-^^vUf^v^- l-'fA') -2H-> fy 
15 R^WftLTIt lAr^fyix-feSil, TIB^ (III) 



m&£Vmmn®kLxft&-rzzthhZ>ox\ ztbb<D7ktftiQ® (1/ 

2tK#», l/47kmm, l/5*» l/l07ktt»3, 3/4 



0 
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1 



tr (Chem, BerJIlO 2#, 36 56-3 6651, 19 
10 6 9^^fBS^-^ (1) offrg-^ Jf^m^s ^Jl^, 3 

^^m^>^^:#±-^{^:^v^P 5 t^SBfe«^-r) i-jR* (2) oik&m 

mwti-hv^^ mm*v?j*. *mki-hv<?j*, fcmwjp^ 

is it-)- h V * Aft if o«^>fb^±-^6?)^VN &&S©#£T 

<02B3-J&8iEfc£) f*f:ftlilT; ^ma^Moit^MTO . l (6 
20 0) ~4 8^SJ^^iir5^t^<toT-^ (3) <Dfa&%)*'&Z)^bft 




(l) 



^fe2 
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»S«ig|T-0. 1 (6#) ~4 8W^P7-f K (5) 

5*iaot-^ (e) (Dit&mzmzo m^x-m^. (6) ^b^ir 
. -rhv pj** -thy 9J»^h*^y\ 2>y$j»* h^v\ %v 

#y?^ $m*.m*>})v&s mmi-hvp^ mm<-mi-h))v^ mm 
i-hypj*. y $ a, h y ^ y **{b^ 

-fay Ky % b°y^ *fcfirtte>©j!S^^/«cif) 4\ 
ommWJ&XO. 1 (6#) ^4 8I^W®6**T-jtt^ (7) K^Lfcfc 




(8) (9) (10) 
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— jR5t (8) <Dfc&m (£.<Ps A 1 ]s.ft.fimWl~4<DT>V*rA>%7fi-i-) 

10 1£®?-1, 4-i^*1>->i^£;&D;^ 0. 1 (6#) ~4 8Hf«^ 
SJliT?- gift (9) ©fc^*fc#S 5. -gift (9) ©ffr8^ 

^— 7VK 7f7tFn77^ 1, 4-i/^-^^ N ~>;7a^ 

©3t$f£S^T?-$ft (2) <Dtt,<&®kO. 1 (6#) ~4 8H^^5 

r £ T?-«5£ ( 1 0.) <D{t&m*nZ> r. £ #T?t So 

£^&4 




(11) (13) 



2Q -gift (11) ©ffc^ (ft* % R«|j;^ x T/W^r/K Wfc£«rjfrLTVN 
T J; ^ 7 * =/n§; LT V NT fc J: V ^*!Stt*aaSSr*i- ; 

T/V^/V- LT 14 R 1 fcfc if S £ PQ«|0 fc © £ £ t #T? t v »*> 

T?fc * UV\ Willi LTttStA r fcfctt S7?#«^ 

Hi ITO©fc©<z>— fl5o3£*^»f 5 r £^T?#S 0 
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i&m. 7ym. T/^*is (£?£L<tt^ h*^) T'&So) k-&& (1 
5 ? a ^^a-t s; >\ y ^ t> a if* h y ^ ^--y y /w* ^©^nB^jsfc 

1, ^^^©^tO^M^) ^-78t 

i^lIoMfO. l (6#) ~4 8^SJtS:^-&5*l-<toT— ^ 

10 ^ (i 3) (oit&m*mz>wx'Zz>o 
■ &&m5 




(11') (13) 



— (ii') ©fl2-&4fc j 2 ftt Ko^ tsa ^;7/^ 

15 /UT $ J (R 2 K&tt 5 VT/V^jVT %/h mm) £^1") t ~« (12) 
.20 1, 4-^3-ir^ *tztettlb<Dfrn<Dm i &mMtek*) -7 8t:^ 

b«<o«tag-eo. i (6#) ~4 8i$«$t5#iaot-M 

(13) ©fb<g*&#5*&s-(?t5o 
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±mm l b parp mmm z% u mmm^mm. w^mm 
5 m, M-a-^i, mmpk mm*, mm, «.*m &«?i#j&if) 

ffi&ftk tfeSSx ^n^m iwW^H^flk aiy^v^Htt, Mftk'JBtt 

HtiMlrttC % *&0. 01~50mg/A/9s ^KftO. 0 1~2 0m 
g/A/B&#£*k f-fc&PftjfcHtf&O. 0 1-1 5 Omg/A/0, » 
25 ^L<«0. l~10 0mg/A/BS4^5ti#atU\ 
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mmmi 

3-^np-5->f/>-2H-^y^;yv-i-tyi. o g£i-^ 

V <7 ^« Lfc„ UT#fe*l/fc|fit*^ y * 7 J» * n t 

5-^^-3- (4-^^/V^7i?^-l->T/V) -2H-- <y 
10 3 7 3g^#fc„ Ml 8 6-1 8 8t/^. 1 

H-NMR (4 0 OMHz, CDC1 3 ) d : 2. 41 (3H, s), 2. 4 
7 (3H, s) , 2. 6 0-2. 65 (4H, m) , 3. 3 0-3. 3 7 (4 
H, m) , 5 . 7 8 ( 1 H, s ) , 7 . 18 ( 1 H, t , J = 8 H z ) , 7 . 
40 (1H, d, J = 8Hz) , 8. 13 ( 1 H, d, J = 8Hz), 11. 
15 3.9 (1H, brS) . 

3 a d- 2H-^r y^r/ y ^- 1 . Og. 

t"n !l i?y 2 m 1 ^ffl^T» 1 i: ^f«l:!TV\ 3- (3-^^ 

;V7 5/t'n9i/y-l — { ;v) -2H-^y^y !)y-l-tyi 9 5m 
20 g£#fc 0 ®l&2 3 3-2 3 4°C/5m. 'H-NMR (4 0 OMHz, CD 

C 1 3 ) 5 : 2. 2 9-2. 3 3 (2H, m) , 2. 40 (6H, s) , 2. 

9 8 (1H, brS) ,3. 4 0-3. 5 0 (2H, m) , 3. 5 7-3. 

70 ( 2 H, m), 5. 38 (1H, s), 7. 08 (1H, t, J = 8 H 

z), 7. 26-7. 29 (1H, m) , 7. 43-7. 47 ( 1 H, m) , 
25 8. 14 (1H, d, J = 8Hz), 9. 95 (1H, brS). 

HJ60S3 
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3-^nn-2H — ( V >- 1 -*V 1 . 0 g, 4-^f;V7^; 

^y^2ml SrfflV^H»Jl i:il^tS^frV\ 3- (4— 5?*?- 

/vr$y k'^y^- 1— T/v) -2H-^y^yyy-i-tv3 8 3m 

g£#fc 0 M204-2 0 S'C/^. 'H-NMR (400MHz, CD 
5 C 1 3 ) 6:1. 71-1. 7 4 (4H, m) , 1. 9 7-2. 0 0 (2H, 
m) , 2 . 3 6 (6H, s ) , 2 . 7 6-2. 8 2 ( 2 H, m) , 3.70 
-7. 7 3 (2H, m) , 5. 7 6 (1H, s) , 7. 3 8 (1H, d, J 
= 8Hz) , 7. 54 (1H, t, J = 8Hz) , 8. 25 (1H, d, J 
= 8Hz) , 9. 9 8 (1H, b r S) . 

io 

3-^on-2H-'fy^/!)y-l-tyi. Og, 2-tVX3>frSs*7- 
)V~l-^^;V^y^-y2. Og»t«t«lfc|li«fcKlSS*, 3 
- (3-fc Kn=3r^^^-4-^^t°-<y^-l-^^) -2H-- f 
y^/J)y-l-^5 9mg£#fc 0 i£l93-l 9 4t/^. 'H- 

15 NMR (4 0 0MHz, CDC 1 3 ) 6:2.50 (3H, s) , 2. 6 4- 
2. 7 0 (2H, m) , 2. 9 5.-3. 0 5 (2H, m) , 3. 3 0-3. 
35 (2H, hi) , 3. 43-3. 4 6 (2H, m) , 3. 73 (1H, d, 
J = 12Hz), 4. 07-4. 11 (1H, m), 5. 85 (1H, s), 
7. 31 (1H, t, J = 8Hz) , 7. 42 ( 1 H, d, J = 8Hz) , 

20 7 . 55 - 7 . 58 ( 1 H, m) , 8. 26 (1H, d, J = 8 H z ) , 1 
1. 8 9 (1H, b r S) . 

mmms m ■ 

3-^co-2H-^y^/uy-i-tyi. og, 4-T5yt°^yv ? 

mmme 
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t°^7 ^2ml Srjf ^TSSJfefcl 1 b W#fcgiS:*ffv\ 3 - (4 -5?* ^ 
/VT 5 y t°-<7 5?^- 1 -> W - 2 r y y >- 1 -^fr^S. 
7 

5 3-^op-2H-^y^;i)y-i-t>i. Og, 4-y*p tvn^? 
y^v-i— f^) - 2 h-^ y !) y- 1 - 8 1 m g ^#fc. 

2 0 8-2 0 9^/^?. l H-NMR (4 0 0MHz, CDC 1 3 ) 5:0. 
97 (3H, t, J = 8Hz), 1. 5 6-1. 6 0 (4H, m), 2. 68 
10 -2. 69 (4H, m), 3. 2 7-3. 2 9 (4H, m), 5. 77 (1H, 
s), 7. 27-7. 31 (1H, m), 7. 41 (1H, d, J = 4Hz), 
7. 54-7. 5 8 (1H, m), 8. 25 ( 1 H, d, J = 4Hz), 10. 
30 (1H, brS). 

HJfe#!l8 

15 3— ^ n o- y^r/ P >— 0g s 4-??yXfrfc— 
;Hf^^2ml ^V^T^^Jl iPl«tK^:SrffV\ 3 - (4-y ^ 
y^M^/i/k^^^y-i-^f^) -2H-^y^y !)y-i-ty4 9 

mg&ftfc. M2 5 7-2 5 9t/^«|. 1 H — NMR (4 0 0MHz, C 
DC1 3 ) 5:2. 90 (3H, s), 3. 39 (4H, brS), 3. 51 
20 (4H, brS), 5. 84 ( 1 H, s) , 7. 3 2-7. 3 6 ( 1 H, m) , 

7. 44 (1H, d, J = 8Hz) , 7. 60 (lH. d, J = 8Hz), 

8. 20 (1H, d, J = 8Hz) , 11. 6 (1H, brS) . 

mmm9 . ' . 

3-^oo-2H->fy^y yy- 1-^-^1. o g , 4-^b^>^j^ 
25 =/^7^y2m i zm^xmi&mi knm\z:BU&& i f?i'\ 3- u-^ 
b^-y^/^-/^°^-yV>- 1 -yf/u) - 2H-^ y^f / v^y-i 

8 9 5mg£#fc 0 Ml 9 1-19 2 < C/##?. 1 H — NMR (4 0 OMH 
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1. 'CDCl,) 5:1. 30 (3H, t, J = 4Hz), 3. 26-3. 2 
9 (4H, m) , 3. 5 6-3. 5 7 (4H, m) , 4. 17-4. 2 2 (2 
H,m), 5. 84 (1H, s) , 7. 33 (1H, t, J = 8Hz) , 7. 
44 (1H, d, J=4Hz) 7. 58-7. 87 (1H, m), 8. 2 

5 4 (1H, d, J = 8Hz), 12. 05 (lH. brS). 

mmm 1 o 

3-^pp-2h — ry^yy>-i-^i. o g% 4-^^^^ 

7^2ml fcJBV^TjdWII 1 b mmz.fcj&%ft\,\ 3 - (4 -p* <f-?\>trs^ 
Myitis- 1 -^/H - 2H — f y^pJ/-l-ty6 2 3mg &#fc 0 
10 j®^l 7 1-17 2 < C/:fr#F. 1 H — NMR (4 0 0MHz, CDC 1 3 ) 5 : 

2. 47 (3H, s) , 2. 5 2-2. 54 (2H, m) , 2. 71-2. 
74 (2H, m), 2. 89-2. 91 (2H, m), 3. 50-3. 59 

(2H, m) , 3. 71 (2H, m), 5. 57 (1H, s), 7. 14 (l 
H, d, J = 8Hz), 7. 29 (1H, t, J=8Hz) , 7. 48 (1 
15 H, t, J = 8 H z ) , 8. 14 (1H, d, J = 8Hz) , 10. 3 6 (1 
H, b r S ) . 

mmm 1 1 

3-^pp-5-^f^- 2H-^ry=3ry yv-i-tvi. o g , 4-^ 

f;m^7^^2ml SrffiV^Tlliifll 1 fc |^|$fc:g^:&frV\ 5-^ 
20 /V-3- ( 4 - ^ f /V*^ If^7 1 ^) -2H — (y*/yy- 

1-^-^0. 3 7 gtffc, J H— NMR CCDC 1 3 ) .d : 2. 00-2. 

09 (2H, m), 2. 41 (3H+3H, S), 2. 5 8-2. 6 5 (2H, 

m), 2. 7 5-2. 8 3 (2H, m), 3. 5 5-3. 6 0 (2H, m), 3. 

61-3. 68 (2H, m), 5. 50 ( 1 H, s), 7. 03 (1H, t, 
25 J = 8Hz), 7. 33 (1H, d, J = 7Hz), 8. 06 (1H, d, J 

= 8H z), 10. 10 (1H, b r S). 

mmm 1 2 
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^^;V-3- (4-??^^A'T5>tr«<PS?X-l-^A') -2H— fy^r 

/yy-i-tyi. i7 g ^ffc„ M2i7-2i8tM/^|. 1 

5 H-NMR (4 0 OMHz, DMSO-.d,) d : 1. 44-1. 5 5 (2H, 
m) , 1. 7 6- 1. 8 4 (2H, m) , 2. 19 (6H, s) , 2. 15 
-2. 22 (1H, m) , 2. 39 (3H, s) , 2. 6 5-2. 7 2 (2 
H, m) , 3. 6 5-3. 7 2 (2H, m) , 5. 6 5 ( 1 H, s) , 7. 
19 (1H, t, J = 8Hz) , 7. 39 (1H, d, J = 7Hz), 7. 
10 88 (1 H, d, J = 8Hz) , 11. 13 (1H, brS) 
Hil^J 1 3 . 

3-^nn-5-^f^-2H-^y^y!Jy-i-tyi. o g ; 3-v> 

* *5-)VT >/tfa!) i?y2m 1 SrJlVvtliJfcfll 1 fc|S)#l!:fiJfc«tfTV\ 3 - 
( 3 - ittf-A'T $yb°nj) i-JM - 5-^f;v-2H-^ y ^ 
15 7 !i y- 1 - tV 0 . 1 5 g 'H-NMR (DMS O - d ,) d : 1. 

7 2- 1. 8 3 (1H, m), 2. 01-2. 16 ( 1 H, m), 2. 1 

8 (6H, s), 2. 32 (3H, s), 2. 7 0-2. 78 ( 1 H, m), 
3. 14-3. 19 (1H, m), 3. 29-3. 3 8 (1H, m), 3. 

4 6-3. 5 9 (2H, m), 5. 22 ( 1 H, s), 6. 90 (1H, 
20 t, J = 8Hz), 7. 28 (1H, d, J = 7Hz), 7. 80 (1H, 

d, J=8Hz), 10. 64 (1H, brS). 

■ • !) y 2 m 1 ^fflV>T»j 1 t 5 3- (4- 

25 ^/v^yy) -2H-^y^;!)y-i-tyo. 4 3g£#fc„ 'h-nm 

R (CDC 1 3 ) d : 1. 6 8- 1. 8 0 (2H, m), 1.9 5-2. 

05 (2H, m), 2. 3 5-2. 4 3 (1H, m), 2. 46 (3H, 
s), 2. 56-2. 63 (4H,m), 2. 76-2. 85 (2H, m), 
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3. 7 0-3. 8 0 (6H, m), 5. 78 ( 1 H, s), 7. 16 (l 
H, t, J = 8Hz), 7. 39 (1H, d, J = 7Hz), 8. 13 (1 

H, d, J = 8Hz), 11. 64 (lH.'brS). 

mnw 15 - • 

5 3-^PP-5->f/l'-2H-' ( Og, 4-T 

5 7f'<7^2ml^V^»Jl k IW*teR*fcfTV\ 3- (4-T 

1 6 

io 3-^op-5-^f^-2H-^y^;!)y-i-^i. o g , 4-e? 

/• f-A*7 5 / tV<? 2ml «rJBV>T|tiW!l 1 t W«lfc»fi:*ff V\ 3 - 
(4 - ^ f ;l^7 ? / t^7v?y- 1 -5-^^-2H-^ydr 

HJfefliJ 17 

15 3-^oo-5-^f/v-2H-^y^;yy-i-tyi. og, 4-t 
h*n^^Vi^y2 E&B^xmnWi iW«fc»S:«rffv\ 3- (4- 
t Ko^f^y^-i— f/v-) -s-^f/i'-2H-'fy^; yy-i 

-^0. 2 1g£#7e 0 1 H — NMR (DMSO-d 6 ) d: 1. 4 0- 

I. 55 (2H, m), 1. 7 5-1. 8 0 (2H, m), 2. 37 (3 
20 H, s), 2. 8 0-2. 9 0 (2H, m), 3. 40-3. 5 5 (2H, 

m), 3. 5 6-3. 6 5 (1H, m), 4. 70 ( 1 H, d, J = 4H 
z), 5. .64 (1H, s), 7. 07 ( 1 H, t, J = 8Hz), 7. 
3 7 (1H, d, J = 7Hz), 7. 8 6 ( 1 H, d,J = 8Hz)„ 1 
1 . 10 (1 H, brS). 

25 18 

2 -V7 J ? f-flr- 3 h**S&&&Wt^3-A' 10. Og^OP 

5 0ml *5.fcl^*/-/U5 0ml fcig#U *fcT^iifflfe#*&!!*:#i^ 
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,=/VT-t W $ K@M ^vl^Mffi 1 2 g £#fc 0 2 -3i h 3t-isjtJUtf=./l'- 
5 1 ML, Tk^TT'l -^f^t^^v'y (4. 6ml) <D*$J— 

f/v) -2H-^y^;D^-i-ty3. o g ^#t x h-nm 

R (400MHz, CDC1 3 ) 6 : 2. 44 (3H, s) , 2. 70-2. 

10 8 0 (4H, m) , 3. 3 0-3. 4 0 (4H, m) , 3. 9 4 (3H, s) , 

6. 12 (1H, s), 6. 98 (1H, d , J = 8 H z ) , 7 . 21 (1 

H, t, J = 8Hz) , 7. 83 (1H, d, J = 8Hz), 11. 23 (1 
H, b r S) . 
1 9 

«PU -7 8"CT"£^^i (4. 2ml) &MX.1t. Ifit2 0f» 

P-7f^ 7 7^-fiIU ^bb*M : ^^7-/1^=1 0 : lMttifrZ 
mBLtCo #?>tbfc^§r^Ji^H?iS©L-C5-t Kp=¥^—3- (4 

-j*fvvf^7£ ? >'- i->r/v) -2H-^y^yyy-i-^o. i g 

25 Sr#fc. 1 H — NMR (4 0 0MHz, DMSO-d 6 ) d : 2. 21 (3H, 
s), 2. 39-2. 49 (4H, m), 3. 05-3. 12 (4H, m), 5. 
84 (1H, s), 6. 95 (1H, d, J = 8Hz), 7. 04 (1H, t, 



108 



WO 02/094790 



PCT/JP02/0499S 



J = 8Hz), 7. 48 (1H, d, J = 8Hz), 9. 87 ( 1 H, brS), 
11. 0 6 (1 H, s). 

5 ^f-?v\f^<y^2 z*m^x%mmi tHO$H-KJ&£fi : V\ s-^/v^-p 
-3- (4-^^t°^7v J v-i— ov) -2H-^y^;yy-i-t 

>5 7 8mg£#fc 0 H&2 3 8-2 3 9V/ftM. 1 H — NMR (4 0 OM 
Hz, CDC1 3 ) 5:2. 41 (3H, s) , 2. 6 5-2. 6 7 (4H, 
m) , 3. 6 2-3. 5 0 (4H, m) , 5. 92 (1H, s) , 7. 1 7 
10 -7 , 2 9 (3H, m), 8. 02 (1H, d, J = 8 H z ) , 10. 87 
(1H, b r S) . 

mmm 2 1 

3, 5-^na-2H-^y^/i)y-l-tyi. Og, 4-^^/Hf 
-i7i^^2 g£r/SV^HJ£#U 5-^bo-3- (4 

15 -^^vVfcV^i^- 1 — f/U) -2H-^y= 3 f;!ly-l-^618m 
g%#fc 0 M£ 2 3 0 - 2 3 1 0 C/#$?. X H— NMR (4 0 0MHz, CD 
C I 3 ) 6:2. 4 2 (3H, s) , 2. 6 6-2. 6 8 (4H, m) , 3. 
3 6-3. 5 0 (4H, m) , 6. 0 7 (1H, s) , 7. 1.8 (1H, t, 
J = 8Hz), 7. 63 (1H, d, J = 8Hz), 8. 16 (1H, d , 

20 J=8Hz), 11.12 (1H, brS). 

mmm 2 2 

5--?v*e- no-2H-^y^; y^- 0g v 4-^ 

.^/nf-<7^^ 2 g^ffiv^^jg^ii bmm?-u.fo*ft^s 5 3 
- u-^/vtv^s^- 1 -4^) -2H — ry^r/ y^-i-^->-^ 

25 #fcoK2 4 0-2 4 1t/5)l?. 1 H— NMR (400MHz, CDC 1 
3 ) 6:2. 4 2 (3H, s) , 2. 6 6-2. 8 0 (4H, m) , 3. 3 7 
-3. 3 9 (4H, m) , 6. 0 5 ( 1 H,' s) , 7. 12 ( 1 H, dd, 
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J = 8, 4Hz), 7. 82 (1H, d, J = 8Hz) , 8. 20 (1H, 
d, J = 8Hz) , 11. 24 (1H, b r S) 

mmm 2 3 

3, 8-^nn-2H — < V *J }} is— 1 -OrV 1 . Og, 
5 ^9^2 g&Mv^T^IIStfill fcl^filfc:£Jfc$:fTV\ 8-^db-3- (4 

-^^vnf^^y- 1 — r^) -2H-^y^yyy-i-tyo. 5 6 

g£#fc 0 1 H — NMR (4 0 0MHz, CDC 1 ,) 6-' : 2. 4 0 (3H, 
s), 2. 63-2. 66 (4H, m), 3. 35-3. 42 (4H, m), 
5. 70 (1H, s) , 7. 21 (1H, dd, J = lHz, 7Hz) , 7. 
10 26 (1H, dd, J = lHz, 8Hz), 7. 36 (1H, t, J = 8H 
z) , 1 1. 1 4 (1H, b r S) 

mmm 2 4 

3-^pq-7-yf;W2H — (y*/ V is—l-X-isl. Og, 4 -y 

5vn^7v^2 gSrfflv^lU6«i il^fiSK:£j£fcfTV\ 3 
15 - (4-^^t°^7v ? ^- 1 — tvv) -2H-^r v y- i-^->o. 

2 3 g£#fc e 'H-NMR (4 0 OMH z , CDC 1 3 ) 6:2. 4 5 (3 
H, s), 2. 49 (3H, s), 2. 6 8-2. 9 2 (4H, m), 3. 30 
-3. 45 (4H, m), 5. 77 ( 1 H, s), 7. 32 ( 1 H, d, J = 
8Hz), 7. 40 (1H, d, J = 8Hz), 8. 02 ( 1 H, s), 10. 
20 7 9 (1H, b r S) 

• MMWi 2 5 

7-^-3-^np-2H-^fy^;]ly-l-^l. Og, 4-y 

f-/v\f^9^2 g&M^xmmmi *iRWfcTO*t?v\ 7-^n^-3 

- U-y-fvu^y^y- 1 -2H--Y y*y y y- i-*yo. 

25 6 6 gSrffc. X H— NMR (4 0 0MHz, DMSO-d 6 ) 5:2. 21 
(3H, s) , 2. 3 9-2. 4 8 (4H, m) , 3. 06-3. 15 (4 
H, m) , 5. 80 (1H, s) , 7. 41 ( 1 H, d, J = 8Hz) , 7. 
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65 (1H, d, J = 9Hz), 8. 06 (1H, s) , 11. 2 9 (1H, 
b r S) . 

5 1 8 £ |^<Z>Sf££fiV 3 - (4 - i?/ tf-tVT 5: J fcV< y v^- 1 --f 
2 7 

10 S^-l— < f/V) -2H-- f y^/yy-l-^^VNT^JS^!)l 9i:H 
ttOjftfl***? V* 5 - t. Kn 3 - ( 4 - v>y 5vl-T 5 J y i?^- 1 

-2H-jy*y y y- i-^-^^#5 0 

3-^an-5-7;^P-2H — f y V V- 1 1 . Og. 4- 

15 'f'A'T 5 / fc°^ y^2g Sr^-C^OSfll 1 t G3«lfc£&&fTV\ 5 - 

37yl/tf-p-3- (4-^f;>7^ fcV^yS^-l — f/U) -2H--<y 
3V y>-- 1-^0. 2 4g£r#fc 6 ! H-NMR (4 0 0MHz, CDC 
1 3 ) 5:1. 7 1-1. 8 0 (2H, m) , 2. 0 0- 2.0 5 (2H, m), 

2. 37 (6H, s) , 2. 3 5-2. 4 0 (1H, m) , 2. 80-2. 
20 9 0 (2H, m) , 3. 8 0-3. 8 6 (2H, m) , 5. 9 1 (1H, s) , 

7. 13-7. 26 (2H, m) , 8. 02 (1H, d, J = 8Hz) , 1 
0. 9 3 (1 H, b r S) . 
2 9 

3, 5-^pb-2h — fy^/y y- 1-^-^1. o g , 4-s?y?vv 

25 7$ytvy w 2 g ■kj%\^x% j f!m 1 1 mmzBLfozn\s\ .5-^0- 

3- (4-^y^T$/t°^yv?>-i-^/v) -2H-^y=afy y ^~ 
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1 - t^2 4 9mg m 10-21 lt/^. 1 H— NMR (4 

0 0MHz, CDC 1 3 ) 8 :1. 7 4 — 1. 8 0 (2H, m) , 2. 0 1- 

2. 04 (2H, m) , 2. 29-2. 31 (7H, m) , 2. 85-2. 
91 (2H,m), 3. 81-3. 8 5 (2H, m) , 6. 08 (1H, s), 

5 7. 17 (1H, dd, J=8. 4Hz), 7. 62 (1H, d, J = 8H 
z) , 8. 18 (1H, d, J=8Hz) , 10. 63 (1H, b r S) . 

mmm3o 

3, 6-^'an-2H->fy^;py-l-tyi. Og, l-^f;]/f 

^7^2 gzm^xmMmi tmm^Rjt^n^, 6-^a-3- (4 
10 -^^^7^-i-^r^) -2H-jy*; y^-i-^o. 25 

g£#fc 0 1 H — NMR (4 0 0MHz, CDC 1 3 ) 5:2. 4 3 (3H, 
s) , 2. 6 0-2. 6 5 (4H, m) , 3. 3 0-3. 34 (4H, m) , 
5. 68 (1H, s), 7. 21 (1H, dd, J = 2Hz, 9Hz), 7. 
38 (1H, d, J = 2Hz) , 8. 15 (1H, d,. J =9 Hz) , 11. 
15 06 (1H, brS). 

mmmz 1 

7-7'n^-3-^nn-2H-^ydfy V 0g s 

y f-^r ^ y t°-< y ^ 2 g zm^xmi&m 1 i i^KKJfc;MTV\ 7 
n^-3- (4--^^r$y t^y v'v-i-^^) - 2H-- Yy^y 

20 y ^-1-^1 4 5mg&#fc 0 SL&2 2 7-2 28 < C/ / ^§?. 'H-NM 
R (4 0 0MHz, CDC 1 3 ) 5:1. 76-1. 7 8 (2H, m) , 12. 
0 4-2. 0 6 (2H, m) , 2. 4 2-2. 4 4 (7H, m) 2. 8 0- 
2. 85 (2H, m) , 3. 74-3. 78 (2H, m) , 5. 70 ( 1 H, 
s), 7. 24 (1H, s), 7. 60 (1H, dd, J = 8, 4Hz), 

25 10. 4-10. 6 (1H, brS). 
MMffl 3 2 
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3-t an- 2H-- -ry^f/ Vis- 1-tVl. Og s 4-v> 

* <f-n>T ^ y t^y s?v 2 g ^r^v^r^» i t mmzfcfc&fi^ s-zf 

o*- 3- (4-v f ^ ! ?Vl'T5,'f'<y f/W) -2H — iV^rJ 

V>-l-*^3 7 3mgt»lt M^2 14-2 1 5 X H — NM 
5 R (400MHz, CDC 1 3 ) 5 : 1. 7 2- 1. 8 2 (2H, m) , 2. 
01-2. 04 ( 2 H, m) , 2. 31-2. 32 ( 7 H, m) , 2. 54 
-2. 9 1 (2H, m) , 3. 9 6-3. 8 9 (2H, m) , 6. 0 7 (1 
H, s), 7. 0 8 (1H, t, J = 8Hz), 7. 89 (1H, d, J = 
8Hz), 8. 22 (1H, d, J = 8Hz) , 11. 31 (1H, brS). 
10 Hftftl 3 3 

3-^DP-5-77^P-2H-^y^!)^-l-tyi. Og, 4- 
(2-kKp ^rv^xf;v) tv<=? i^y 2 g wclUfcfcl 1 1 

^TV\ 5-7/V^-a-3- (4- (2-fc Kct^^/V) fc^iyi^-i 

— f/U) -2H-4y*S V y-l-tVl 6 lmg^#fc 0 it^20 7- 
15 2 0 8 c C/#£?. X H — NMR (400MHz, CDC1 3 ) 6:2. 6 4- 

2. 6 6 (3H, m) , 2. 7 2-2. 74 (4H, m) , 3. 29-3. 

31 (4H, m), 3. 67-3. 69 (2H, m) , 5. 90 (1H, s), 

7. 15-7. 27 (2H, m) , 7. 98 (1H, d, J = 8Hz), 

10. 54 (1H, brS) . 
20 MMM3 4 

3-^nn-6-^f^-2H- fy^;j)y-i-t>i. o g . i-> 

^/nf^7^>-2 g zH^xgmwi .kmm\zRj&%n\<\ 6 -t^A*- 3 

- U-^/n^ys^-i-^) » y-i-*>i 

2 4 m g Sr#fc 0 itbft 2 4 2-2 4 3^/^?. 1 H-NMR(4 0 0MHz, 
25 CDC 1 3 ) 6:2. 3 7 (3H, s) , 2. 4 1 (3H, s) , 2. 6 2- 
2. 7 3 (4H, m) , 2. 2 0-2. 2 4 (4H, m) , 5. 6 7 (1H, 
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s) , 7. 08 (1H, d, J = 8Hz) , 7. 16 ( 1 H, s) , 8. 1 
0 (1H, d, J = 8Hz) , 10. 30 ( 1 H, brS) . 
$21093 5 

3-^no-6-^f/V-2H-^y^;r^-l-tyi. 0 g, 1- (2 
5 - 1 Kn Vrc^vV) t°^<9 2 g StJE^THM 1 t I^$IK:£J&£?tV\ 
3- (4- (2-t KP^a^/V) tf^yi^^-l-^/l') -6-/^/V 
-2H-' T y ^-1-^-^1 3 8mg£#fc 0 M2 3 6-2 3 7°C 

1 H— NMR (4 0 OMHz, CDC 1 3 ) 8:2. 4 3 (3H, s) , 
2. 6 6-2. 6 8 (3H, m) , 2. 75-2. 7 7 (4H, m) , 3. 
10 27-3. 29 (4 H, m), 3. 68-3. 70 (2H, m) r 5 . 69 
( 1 H, m) , 7. 10 (1H, d, J = 8 H z ) , 7. 19 (1H, s), 
8. 1 1 (1H, d, J = 8Hz) , 11. 12 (1H, brS) . 
3U609 3 6 

3-^ao-8-^f;V-2H-^y^/'!)y-l-t>l. Og N 1-^ 

15 f/^^<9 2 g zm^xmrnm 1 1 ra«fcKi&«r?TV\ 8 -*?vv- 3 

- (4-^9vH^7i^/- 1 — f/V) -2H — fy^r/ U V- 1 -^2 
9 2 m g BM£ 2 2 4-2 2 StV^. 1 H-NMR(4 0 OMHz, 

CDC1 3 ) 5 : 2. 3 5 (3H, s) , 2. 5 8-2. 6 0 (4H, m) , 
2. 86 (3H, s) , 3. 2 6-3. 2 7 (4H, m) , 5. 67 ( 1 H, 
20 s), 6. 97 (1H, d, J=4Hz), 7. 18 (1 H, d, J = 8H 
z) , 7. 33 (1H, d, J = 8Hz) , 10. 78 (1H, brS) . 
fU£#|3 7 

7 -7x2*- 3 n p- 2H->f 0 g, l-(2 

25 7-^n^E— 3- (4- (2-k KP^rixrc^/k) tV^y^y- l — <( >v) 

-2n-y( yy-i-*yo. 4 6g^#fc. 'h-nmr (400 

MHz, CD CI 3 ) 8 : 2. 68 (2H, t, J = 5Hz), 2. 6 
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8-2. 78 (4H, m), 3. 28-3. 3 2 (4H, m), 3. 
70 (2H, t, J = 5Hz), 5. 71 (1H, s), 7. 27 (1 
H, d, J = 7Hz), 7. 61 (1H, dd, J = 2Hz, 9Hz), 
8. 33 (1H, d, J = 2Hz), 10. 75 ( 1 H, brS). 

5 ^&£0>J 3 8 

3-^nn-5-=fo-2H-^y^;!)y-l-tyi. Og, 1 
^tf^^I^mL&JBVvtllJSflll k&Ufc\CEU&&ff1'\ 3 - .(4-^ 
f;vt^7^y-l-f;v) -5-=ho-2H— f P^-l -^-^ 
0. 7 8g*ffc 0 'H-NMR (DMSO-d,) 5: 2. 2 1(3 H, 
10 s) , 2. 3 5-2. 4 5 (4H, m) , 3. 2 2-3. 32 (4H, 
m), 6. 3 7 (1H, s), 7. 26 (1H, t,J = 8Hz), 8. 
3 4-8. 3 7 ( 2 H, m> , 11. 58 ( 1 H, b r s ) . 

mmm 3 9 

3- (4-^f/nf^7^-i-^;i') -5-- KP-2H-- r y^y V 

15 Og^^;-;HOmL«Ugtt^O. 3g*5<t 

TmibB~& 0 . 0 5 g ^iPxTjPf^MT^^TK tF7^0. 5mL^ 

5-T§ y-3- (4-^^Hf^^^V-l-^/V) -2H — f 

y=¥/ yv- l-^yi *fWn*o. 4 g £#fc D x h-nmr (dmso- 

d 6 ) 5: 2. 2 0 (3H, s), 2. 3 5-2. 45 (4H.ni), 3. 

25 0 2-3. 1 2 (4H, m), 5. 40 (2H, s), 5. 80 ( 1 H, 

s), 6. 74 (1H, d, J = 8Hz), 6. 91 ( 1 H, t, J = 8 

Hz), 7. 26 (1H, d, J = 8Hz), 10. 97 (1H, brs). 

mMM 4 o 
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5-T5/-3- (4-^^;vtr^7^^-i-^^) -2H-- ry^yy 
-y^vn^? s?f- 1 ->TA') - 2H-- ' r y=*y y ^- 1 -^^So 

«^>J4 1 



5 3-^nn-8-^f;>-2H-'fy^!)^-l-tyi. 0g,4-(2 

3- [4- ^9*^-1-^] 
-2H-^f y^r/ y ^-1-^-^3 6 5mg£#fc 0 MM2 0 9-2 1 CC 
'H-NMR (4 0 OMH z, CDC 1 3 ) 6:2. 6 0-2. 6 3 

10 (3H, m) , 2. 6 8-2. 7 1 (4H, m) , 2. 8 5 (3H, s) , 
3. 2 7-3. 2 8 (4H, m) , 3. 6 4-3. 6 6 (2H, m) , 5. 
67 (1H, s) , 6. 97 (1H, d, J = 8Hz) , 7. 19 (1H, 
d, J = 8Hz) , 7. 34 (1H, d, J = 8Hz) , 10. 89 (1H, 
b r S) . 

15 «#I4 2 

3-^op-5-7^to^f;v-2H-^y^; y^-i-^i. o g, 
i -y^/vt°^7^^2 g^^x^Mmi bmwzfcj&&^\ 3- (4 

-y^vV^^i^- 1 -5- VV 7/vto^f/v-2H-^y^ 

y y 1 -^&#5 0 

20 »J4 3 . 

3 a a- 7-y^/v- 2 h-^t y^y y^- 1-^1. og> 1- (2 

3- [4- V^jVls- 1 -W/^] -7-y^vV 

-lH--fy^/!)^-l-ty2 3 5mg^ifco 1 H — NMR (4 0 OM 
25 Hz, CDC 1 3 ) 5:2. 44 (3H, s), 2. 67 (2H, t, J = 5 
Hz), 2. 68-2. 78 (4H, m), 3. 25-3. 29 (4H,m), 
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3. 60-3. 68 (2H, m) , 5. 75 (1H, s), 7. 31 (1H, 
d, J=8Hz) , 7. 38 (1H, dd, J = 2Hz, 8Hz), 8. 0 
3 (1H, s) , 10. 8 6 (1H, b r S) . 

m-m&u 4 "■ 

6 3-^nn-5-^f^- 2H — { V y- 1 0 g, 1 

-y^vH^?S?V2 g«rffiv^r^J6Wl kmiL£.BU&&f\t\ 3- (4- 

^ ^/wt°-<7 vy- 1 ->r^) -5-^ f-A*?-*- 2 h— r y 3V V >— 1 

H36#|4 5 

io 3-^Po-5-^f;v75;-2H — fy^jjy-i-tyi. 0 g, 
l-^^tr^<5^2 gMV»-C3H*«l i:RI»tRiS«rfTV\ 5-i^y 
f^7^-3- (4-^f/^7v^y-l-^) -2H- Yy^r/y 

1 -^"V^#5o 
Hi£#!l4 6 

15 3-^nD-5-=ho-2H-^y^/J)y-l-tyi. Og x 4-->> 

y^r^y tv<y ^2 g%m^x$mmi kmn\z5j&%n\,\ 3- (4 
-^f;i/7 5; tr^ys^-i-^) -5-^ hn-2H— Yy=¥/ y 

1 -tf-^Srfcfco 
MMM4 7 

20 3- (4-^f^75; \?-<y 1 -4 M - 5 Ko-2H-^ 

y=¥y JJf- 1 -^1. 0 gtFeW^TISU 5-757-3- (4 

/ tr^yi?^-i— f/v) -2H-- r y*; y y-i-^-v 

HJ6W4 8 

25 3-^np-5-hy 7/^n^^-2H— r y^/ y y-i-tvi. 
o g , 4 -s^y 5 y f-s y 2 g Srffiv>rn*w 1 i m&fcEU&z 
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3-^np-5-^f/Vft-2HWy^f/y>'-l-tyi. 0g, 4 

>f y^y y ^- 1 -^->%#s 6 

HJE0y 5 0. 

HJ&fll 4 7 T*#b^5 5 -7 $ / - 3 - (4 - ^ 9vK7 5 y If^y 5?y- 

io -2H-^ y=3fv y y-i-tyi. o gfcifVK-^ir— a* 

mMm 5 1 

3-^op-5, 7-^f/V-2H-^7^/!J>-l-^l. og; 
15 1 -y f/v^7 2 g Srffiv^TSHJfi^ 1 i: H«teR*«rf?v\ 5 , 7 - 
^5vk-3- (4-y^f^7^-l — f/V) -2H->ry^r/y^ 

SSJIS0!! 5 2 

3 N 5, 7- hy^PD-2H— fy^/y^-i-^-^i. og, i-y 
20 ^/v^y^2 g&m^xmtemi kmmteKfc&ft^ 5, 

n- 3 - (4-y^f^<7^v-i-^;v) -2H->ry^/y>'-i- 

^Jfe^il 5 3 

5, 7-^n*-3->PD-2H-^y^!)y-l-tyi. Og % 
25 l-^f;Hf^7^y2 g&^THJgtfill fcIRI«fcK**f?V\ 5, 7- 

u-y^vvf^y^-i-^/v) -2H- ry^y y x 
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7-^7^o-2H-^y^r/ V >— 1 1 . 0 g N 

l 2 gSrffiVNTHWJl fclPMifcR*«rfrv\ 5, 7- 

HJifcl 5 5 

3, 5-^np-7-7/^ti-2HMy^ y y-i-tvi. 0 g> 
io n- i-yjvarxx- 3- (4 -^f;vtVyi?y- 1 — ( ;v) -2H--fy 

dp-/ y 1 -^-^%#5 0 
5 6 

15 7-i?tKn*i/-3- (4 -^f-A^M^y 9 ^— 1 — f -2H-Y V 

y^-i-3-^£#5o 

3, 5, 7- MJ^Pn-2H— <y^y JJ Og s 

> ^/i-r s / y 2 g zft^xmnm 1 t R*iz:R&&f?v\ 5 , 7 

20 ( 4 - i?^ W $7 ^ !) i^y- 1 ->f /V) -2H — ( 

mmm 5 8 

5, 7-^p ; t-3-^on-2H— fy^f/yy-i-tyi. o gN 
4 - ^> ^vr ^ / t°^y 2 g &;sv^£ifc0y i t mmzBU&&ft\<\ 

25 5, 7-v^P^-3- (4-^WUtX!)^y-l-^;V) -2 

h— r y^v y i>- 1 -tf-^&iis. 
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5-7n*-3, 7 - ^ n d - 2 H-^f y y y- 1 - ty 1 . Og N 

4 5* a/7 * y t^y g &m^xmmw 1 * ^kks^^vv 

5-^n^-7-^nt3-3-(4-v ? ^ 9vVT $ / fcV< y S?V- I — f /V) 

5 -2H-^y^/yy-i-i-y^#5. 

«$|6 0 

3-^p-6, 7 - i?t Ko.^f V- 2 H—f y ^y U V- I - tV 1 . 0 

g , 4 j-ast % y ^ v 2 g zm^xnmi 1 1 tokssm 

10 /v)' - 2H->f y^- / 5 y- 1 - t^l:#5. 

mMm 6 1 

3-^na-2H-^ydfy yy-i-tyi. 0 g, 4- (4-^v^y 
y) -tr^y s^2 g&m^xmtwi kmmzBifci:ft*\ 3- [4- (4 
-^yy) t°^y^^-i— r/u] -2H-- ry^y y^-i-^-^^ 

15 #5.- 

3-^na-2H-/fy^;yy-i-^yi. og s 4- [2- (tf^y 

*rv\ 3- {4- [2- (tv*y s^- 1— 4?v) fx^/n t^^v-i 
20 -wyv} -2H-- r y^y y y-i-tyo. 4 2 g&#fc„ 'h-nmr (c 

DCI3) 5:1. 45-1. 60 (6H, m) 2. 40-2. 75 (12 
H, m) , 3. 2 6-3. 2 9 (4H, m) , 5. 7 4 (1H, s) , 7. 
25-7. 29 (lH.'m) , 7. 38 (1H, d, J = 8Hz), 7. 5 
2-7. 56 (1H, m) , 8. 22 (1H, d, J = 8Hz), 11. 1 
25 9 (1H, brS) . 
^Sfe^il 6 3 



120 



WO 02/094790 



PCT/JP02/04995 



3-^nn-2H-^y^;!Jy-i-tyi. o g , 4- [3- (tv<jj 

1 f/v) 7°P tf/v] 5?^ 2 g Sr^Tlligf!! 1 £ 

&frv\ 3- {4- [3- (fc°^y v^-l-^fA) yotvw] 
— 1 — I'M -2H-- r y^y yy-i-tyo. 2 6 g&#fc 0 ! h-nm 

5 R (CDC 1 3 ) 5 : 1. 3 9-1. 9 5 (8H, m) , 2. 41-2. 68 
(12H.ni), 3. 2 5-3. 2 9 (4H, m) , 5. 7 5 (1H, s) , 

7. 27-7. 30 (1H, m) , 7. 39 (1H, d, J = 8Hz) , 7. 
55 (1H, d, J = 8Hz) , 8. 24 (1H, d, J = 8Hz) , 10. 
0 5 (1 H, b r S) . 

id mmm6 4 

3-^no-2H-^y^;]Jy-l-tyi. Og, 4- [4- (4-^E- 
3- {4- [4- (4-^E-^y/) y*?Vkl tV<7S?>'— 1 — I'M -2 

15 mmm 6 5 

3-^ P a_2H— V Og, 4- [4- (t°-<!J 

1 — -< A-) t°^y 2 g &/Bi^-CH;!ife#) 1 £ID£lfc£J&£ 

fi*V\ 3- {4- [4- hV^^-l 
— <JV\- 2 H-^y=¥/y^- 1-^-^0. 2.8 g£#fc e X H-NMR (4 
20 0 0 MHz, CDC 1 3 ) 6:1. 40-1. 68 (10 H, m), 2. 28 
-2. 50 (8H, m) , 2. 6 0-2. 6 8 (4H, m) , 3. 26-3. 
3 2 (4H, m) , 5. 7.6 (1H, s) , 7. 2 8 (1H, t, J = 8H 
z), 7. 4 0 (1H, d, J = 8Hz), 7. 53-7. 5 7 (1H, m) , 

8. 24 (1H, d, J = 8Hz) , 10. 99 (1H, brS) . 
25 ^Mffl 6 6 

3-^pn-2H-^y^;!ly-i-i-yi. o g , 4- [5- (tf^j) 
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%ft\<\ 3- {4- [5- (t^y^^-l-^/L-) -<y^tV\ tV<7$?> 

-i-ja*} -2H-- f yv- i-*>o. 3 2 g£#fc 0 : h-nm 

R (4 0 0MHz, CDCI3) 6:1. 35-1. 75 (12 H, m), 2. 
5 42-2. 70 (1.2H, m) , 3. 24-3. 29 (4H, m) , 5. 7 
5 (1H, s) , 7. 26-7. 3 0 (1H, m) , 7. 39 (1H, d, 
J = 8Hz) , 7. 53-7. 57 (1H, m), 8. 24 (1H, d, J 
= 8Hz) , 10. 51 (1H, brS) . 

mtem 6 7 . 

10 3-^PB-2H->fy*;P^-l-^l. Og, 4- [4- (4-^ 
f;i/^7^^- 1 -< <M 7*f-)V\ f 2 g &%\i*X£MMl t m 

3- (4- (4- (4 -t^/lsV^yitls-l-JM 7 

^7^y- 1-4 -2H-4 v y-i-*y&%z>> 

^JS^J6 9 

15 3-^nn-5-^^/V-2H-^y^/ yy-l-t^l. 0g N 4- (4 

y / ) - tf^y i?y 2 g £JBi>t£U£0!I 1 1 rofcfc:®s*fTV\ 5 

-^^-3- [4- (4-^/V*y /) f^!)^-l-^V] -2H- 
Yy^r/^-l-t^O. 1 5glr#feo 'H-NMR (CDCI3) d: 
1. 6 8-1. 8 0 (2H, m), 1. 9 5-2. 0 5 (2H, m), 2. 
20 3 5 - 2 . 4 3 (1H, m), 2. 46 (3H, s), 2. 56-2. 6 
3 (4H, m), 2. 7 6-2. 8 5 (2H, m), 3. 70-3. 80 
(6H, m), 5. 78 (1H, s), 7. 16 ( 1 H, t, J = 8Hz), 
7. 39 (1H, d, J = 7Hz), .8.. 13 (1H, d, J = 8Hz), 
1 1. 6 4 (1H, b r S). 

25 mm to 

3 _^ t3D -5-7 { ^-2H-^y^ry Py-l-t^l. O.g, 4-[2 
- (bT^y 5?^- 1 t 6 -<7 2 g &/|V*TlUS0!l 1 1 El 
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#fcRj&£fTV\ 5-^^-3- {4- [2- (^V^y~l~^/>) 
^)V\ V^yity-x-jfl,) -2H-- <y*cJ V>-1-*Z/Q. 1 2 
gSrWfc. 1 H— NMR (CDC1 3 ) d:l. 4 5-1. 6 5 (6H, m) 
2. 4 6 (3 H, s), 2. 46-2. 72 (12 H, m), 3. 24-3. 
6 3 0 (4H, m) , 5. 76 ( 1 H, s) , 7. 18 (1H, t, J = 8H 
z) , 7. 40 (1H, d, J = 7Hz) , 8. 12 ( 1 H, d, J = 8H 
z) , 10. 55-10. 70 (lH, m) . 
III7 1 

3-^oa-5-^f/v-2H-^y^;yy-i-^i. o g , 4- [3 

10 - (t^yi^-l-^/P) 7°afc 0 /v] f-<7^2 g^V^THlgMl £ 
I^H^KJSSt^tI^ 5-^^/V-3- {4- [3- (tf^yi^-l — (/u) 

7°ntvv] tv*?^- 1 — ivw -2H — ry^r/ v>- i-*yo. 5 

6 g£#fc e 1 H — NMR (CDC 1,) d : 1. 42-1. 8 5 (8H, m) , 
2. 3 8-2. 5 0 (8H, m) , 2. 4 7 (3H, s) , 2. 68-2. 
15 7 1 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 7 7 (1H, s) , 

7. 19 (1H, t, J = 7Hz) , 7. 41 (1H, d, J = 7Hz) , 

8. 13 (1H, d, J=7Hz) , 11. 13 ( 1 H, brS). 

mmm 72 

3-;?oa-5-^f;W2H- !> y-l-t^l. 0 g N 4- [5 

20 - (t°^y s?^- 1 /w) ^5vi/i t°-<7^^ 2 g ^m^xmmm 1 1 

B)$fcEf£«:fTV\ 5-^^/U-3- {4- [5- (tXJJi^-1— f/V) 
^7v?V- 1 -- f/U} -2H-^y^-/!)v-i-tyo. 3 

5 g£#fc 6 1 H — NMR (CDC 1 3 ) d : 1. 3 8-1. 7 2 (1 2H, 
m) , 2. 32-2. 51 (8H, m) , 2. 47 (3H, s) , 2. 68 
25 -2. 7 1 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 7 7 (1 
H, s) , 7. 18 (1H, t, J = 7Hz) , 7. 40 ( 1 H, d, J = 



123 



WO 02/094790 



PCT/JP02/0499S 



7Hz), 8. 13 (1H, d, J = 8Hz), 10. 97 (1H, brS) . 
3-^nD-5-^f/V-2H-^y^/JJy-l-^l. 0 g, 4- [4 

- (t°-<y i — -?<?>v\ t°-<7v^2 g *m\^x%im 1 1 m 

5 »fcE££frl\ 5-^^-3- {4- [4- (k°^y fA-) 
^/v] t'^yi/y-i-JM -2H-^y^!)y-i-tyo. 6 7 

g&#fco 1 H — NMR (400MHz, CDC 1 j) 5 :1. 40-1. 6 
3 (1 OH, m) , 2. 2 6-2. 5 0 (8H, m) , 2. 4 8 (3H, s) , 
2. 6 0-2. 6 5 (4H, m) , 3. 2 2-3. 3 0 (4H, m) , 5. 
10 7 7 (1H, s) , 7. 19 (1H, t, J = 7Hz) , 7. 4 1 (1H, 
d, J = 7Hz) , 8. 14 (1H, d, J = 8Hz), 10. 6 0-10. 
9 8 (1H, m) . 

rnmm 7 4 

3-^nq-5-^f-/W2H-^y^/yy-l-tVl. Og, 4- [4 

15 - ( 4 v / ) zf^-?v\ tf/<7 i» 2 g zm^mnm 1 1 mm\^ 

^^=frV\ 5 - ^ ?-A>- 3 - { 4 - [ 4 - ('4 -^-/V* V / ) r/TvlO b: 6 ^ 
yi^y-l— f/V} -2H— fy^y V y-l-tV6 2 Smg&^fc* ® 
^1 7 7- 1 7 8^/^. 'H-NMR (4 0 0MHz, CDC T 3 ) 5: 
1. 7 6-1. 7 8 (8H, b r S) , 2. 46 (3H, s) , 2. 48- 
20 2 . 50 ( 4H, brS), 2. 69-2. 71 (4H, brS), 3. 2 
9-3. 3 1 (4H, brS), 3. 7 4-3. 7 6 (4 H, b r S) , 5. 
77 (1H, s), 7. 18 (1H, t, J = 8Hz), 7. 40 (1H, 
d, J = 8 H z ) , 8. 12 ( 1 H, d , J = 8 H z ) 

mmm 75 

25 3-^an-5-^9 1 /l/-2H-'fy^y!)y-l-tyi. Og, 4 - [4 

- (4-^^/Vt°^7v ? ^- 1 ~4)V) -?^?V\ £^7^2 g£^T^I 
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Mffli tmmzfcj&%m\ 5-^^-3- (4- (4- u-^^vwtr 
^yv^-i — (M -f^M \f^yi»-i — (a) -2H- fy^/y 

V- I -iris 5 9mg£#fc 6 ®W?C2 0 2-20 3Xl/ftM. 1 H-NMR(4 
OOMHz, CDC 1 3 ) 8 : 1. 6 0- 1. 6 2 (8H, brS) , 2. 1 
5 8 (3H, s), 2. 37-2. 39 (8Hz, brS), 2. 47 (3H, 
s) , 2. 6 4-2. 6 6 (4H, brS) , 3. 2 4-3. 2 6 (4H. 
brS), 5. 77 (1H, s), 7. 18 (1H, t, J = 8Hz) , 7. 
41 (1H, d, J = 8Hz) , 8. 13 (1H, d,'J = 8Hz) . 
H^J7 6 . 

10 7-^n^e- 3-^ PCt- 2H-^T y^f/ V Og s 4-[4 

- (t°-<y v>- i -*r ao ?tai t°^y vis 2 g ^m^xmnm itm 
m\zfcj&%n\<\ 7-^0^-3- {4- [4- (t^y v^-i—yao 

T^A-] fc°^7^- l-^/W -2H—f y=3r/ y ^-1 -^-Vl 7 5m 
g£#?Co I&J&2 11-21 2 < C / /#flf. 'H-NMR (4 0 OMHz, CD 
15 C 1 3 ) 6:1. 2 0-1. 8 0 (1 2H, m) , 2. 3 5-2. 4 5 (6H, 
m) , 2. 6 0-2. 6 2 (4H, m) , 3. 2 1-3. 3 1 (4H, m) , 
5. 66 (1H, s), 7. 21-7. 24 ( 1 H, m) , 7. 58 (1H, 
dd, J = 8, 4Hz) , 8. 32 ( 1 H, d, J=4Hz) , 9. 85 (1 

H, b r S) . 
20 HJgtflJ 7 7 

3, 5-i/?vv-2H-4y*y V . Og> 4-[4-(f 

^ y vy- 1 -4 ao -fj-jv] tv<? *? y 2 g zH^xmmm 1 1 mm\^ 

&£?TV\ 5-^po-3- {4- [4- (t°^y-^^-l-^/v) 

tv*?^- i-^/W -2H-^y^;i;y- i-t^i 6 6mgS;fft 

25 Ml 7 2 - 1 7 3*0/:^. 'H-NMR (4 0 OMHz, CDC 1 3 ) 8 : 

I. 5 7-1. 6 3 (1 2H, m) , 2. 44-2. 4 7 (6H, m) , 2. 
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6 2-2. 6 5 (4H, m) , 3. 2 8-3. 2 9 (4H, m) 6. 04 (l 
H, s) , 7. 17 (1H, t, J = 4Hz) , 7. 6 2 ( 1 H, d, J = 
8Hz) , 8. 15 (1H, d, J = 8Hz) , 9. 66 (lH. brS). 
»J7 8 

5 3-? V*tJ ]) >-l -tVl. 0g v 4-[4 

m^-BL^^\ 5-^0^-3- {4- [4- (If-iy v^-1 -^/W 

^/v] t°^7^>-- i-^r/H -2H — ry^/!)y-i-ty3 9m g 

£#fc 0 Ml 6 5- 1 6 6°C/$m. 1 H — NMR (4 0 0MHz, CDC 
10 1 3 ) 5:1. 20-1. 25 (8 Hz, m), 2. 38-2. 63 (12 H, 
m) , 3. 2 7-3. 2 9 (4H, m) , 4. 0 2-4. 0 6 (2H, m) , 
6. 01 (1H, s), 7. 08 (1H, t, J = 8Hz) , 7. 7.8 (1 
H, d, J = 8 H z ) , 8 . 17 (1H, d, J = 8Hz) , 9. 98 (1 
H, br S) . 

15 mmm 8 o 

3, 5-^OP-2H-^y^!)y-l-tyi. 0 g, 4 - [4- (4 

-^r/v* v j ) -ff-jvi t-^yity 2 g zm^xm-mm 1 1 mMtRfozn 

V\ 5-^nn-3- {4- [4- J) ^/V] tf^yS?^ 

-1 — (M -2H-4y*y y >-i-*ys o 3m g ^#t M&i 9 

20 5- 1 9 6V5)i. X H — NMR (4 0 0 MHz, CDC1 3 ) S : 1. 6 
5-1. 73 (4H, m) , 2. 4 7-2. 5 5 (8H, m) , 2. 75- 
2. 7 8 (4H, m) , 3. 4 3-3. 45 (4H, m) , 3. 81-3. 
8 4 (4H, a) , 6. 14 ( 1 H, s) , 7. 2 6 (1H, t, J = 8H 
z) , 7. 71 (1H, d, J = 8Hz) , 8. 24 (1H, d, J = 8H 

25 z) , 1 0. 99 (1H, brS). 

n»j 8 1 
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i/xf/VT^yi. 4ml ^Tf7tKo77^2 6m 1 fcffif#U - 7 8t 
•en-^^y^!7A^=3rf-^^ (1. 5 9M, 4 2 m 1 ) Ufc e 
Ot^C 3 0 U -7 8 'C^-C^SP Lfc 6 £Jfc«fc 2 fvVSfcAM* 

4. 1 g©rf7t Ka77«2 6ml Sr*TU 0*07*3 0#3t#U 
5 - 7 St^TN&iflLfc. £J&$K 1 — Zls&A'tti'lJA'tf—A'- 4 — >T 
/tVUi/y7. 2g©7f7tKo77VM26ml^TU-78 c C. 

f/i') -2H-^y^-yyy-i-^i. 2 g & 

6fc*fhBfc LT#fe 0 it* 1 7 9 -1 8 ltJ. 3 - (1 <yVfl****st) 

/^n/vf^y -2H-- ry^y y 2 g 

15 B0n*MlOml iZlJgIS $ 5 m 1 Sr^T U 

^a^tti, 3- (^uv?y-4 — r^) -2H-^y^yyy-i- 

tf-^JMbJcStK^I 1 . 1 g £#fc c ®t£> 2 7 or. 

20 HJgflis i-c#^fc3- (tr-<p5?^-4-^A') -2H-- ry^yy^ 

- 1 -a-^IWbk*!!* 1 . 1 g £Tir b=M;;v20ml £081 U 3 7 % 
^A7;V7t K (2. 8ml) SrJP^TJfc?&TT?**fl;^7/*e'*^-h 
y <7A (0. 6 6 g) SriP^fc. StS&O. 3 6mllrjgTLTtt« 

*fau*:3i§s«r<y twr^n-zv-^ ^ y — /n?S3ea u 3 - (1 
-y-fvuf^y i^-y-A-^/v) -2H-^y=¥y y ^-l-tf-^i/s* 
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ttMWfO. 18g^#t J H-NMR (4 0 0MHz, DMSO-d 6 ) 5 : 

1. 60-1. 69 (2H, m), 1. 8 6-1. 94 (4H, m), 2. 1 
9 (3H, s), 2. 34-2. 41 ( 1 H, m), 2. 82-2. 91 (2 
H, m), 6. 36 (1H, s), 7. 41 ( 1 H, t, J = 7Hz), 7. 5 

5 9 (1H, d, J = 7Hz), 7. 6 3-7. 6 7 (1H, m), 8. 12 (l 
H, d, J = 8Hz), 11. 21 (1H, brS). 

2, 2, 6, 6-Thy^^^V^y9. OmL^fh7tKn77>'8 
OmLMU MTtn-^f;HJf9A (1. 6mol/L) 4 0m 

10 LlrlTLfc, *}&TT?3 0#|KM*#U ^^T-7 8ttt?^Lfc 0 R 
J&JfcfcN, N-i^?vV- 2 -^f/W<I/X7 $ K 1 0 g ©7 h7t f'P7 
7^8 OmL^lTU Ot^lB^WHIH^US:. K^»-7 8t:tT 
?££PU 4-v-T7-l-^^/Vt°-<y ^^5. Og©rf7tKn77^ 
ti8 0mLlriTLfc o ^©t^H^f ^tfif T*±#$*fc. £OSj&l-T 

15 ftv S«fC^7JU !7A7X^^P^T^^^/VT'ttmL7c 0 

mbfc^ B B B ^r^>f y7"p tWzc-x^T'gfe^L, 3 - ( 1 -pt ^/Vtf-<y 

1 mo 1 /Lig&trkKl^fllU y <7^7RJ&MT-^fnLT^fflLfc 

20 ^ B %^»U 3- (1 ^^-4-^/^) — 2H— -Y y^r/ 
!)y-l-ty5. 3g£#fc 0 14^2 5 5-2 5 7^. *H — NMR (4 0 
OMHz, DMSO-d 6 ) 5 : 1. 6 0-1. 6 9 (2H, m), 1. 86 
-1. 94 (4H, m), 2. 19 (3H, s), 2. 34-2. 41 (1H, 
m), 2. 82-2. 91 (2H, m), 6. 36 (1H, s), 7. 41 (1 
25 H, t, J = 7Hz), 7. 59 (1H, d, J = 7Hz), 7. 63-7. 
67 (1H, m), 8. 12 (1H, d, J = 8Hz), 11. 21 (1H, 
b r S). MS (EI) 2 4 2 (M+). 

mmm 8 3 
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1- t^y-2H- -fy^; y ^-3-#;vtf?^o. . 5 6 gs 

fc^yi^O. 3 3 g, &£Xfih V^^T^>0. 8 4ml Sri^^/l-* 
,VKT 5 K 1 0 m 1 fciaWU asa^-O'^ h V TV— A*- 1 -> T fV** *s . 

»iiLT#f>tbfc»^!)*^*7A^D-7b^77-fH^L 

10 3- ( U-^/H^y^V-l — fAO #/l'2Jwl') -2H — (y*S 
Vis- l-*>-0. 2 9 g&#fc e MAl 7 0- 1 7 2*0 
HlJSfliJ 8 4 

2 - * ^;vg?S#»*5 it* 3 - V* ?;7p if h y /v&JB ^TH 
8I0!|8 1 iW«l©iFtt-C»StrffV^, 3- (2- (^f;V7$/) 

is -2H-- ry^y y^-i-^->^#5 0 

HJfiflJ 8 5 

2 - ^ ^/^S#g^*5 £U*4 - f;V7 $y7f n = h y ;v*m^X%M 
m 81 i IS|;fc<D;£$fe-?Kj£&?Tl\ 3 - ( 3 - (i?* ^7 5 y ) tW) 

-2H-' ry^y y iy-\-*v%mz>o 

20 n%fy 8 6 

2- ^/l^S#^fc«fctf3-v'7/-l-71ffc*^;5'n [2. 2. 2] # 

^^fc/B^Tjawis l iiBl«l©^rfeT?sa:*tfv\ 3- (i-7-ff-> 
[2. 2. 2] *?#y-3-'(M y*; yy-i-&> 

25 H&fcl 8 7 

2-^^/i^cS#afeisJ:tf3-i yr/^^/v-i-Tift'-y^n [2. 2. 
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2] *t 9 i/%m^xmmm 8 1 1 m&ojffi-tKJS&ft^ s - ( (i - 

7ft*^o [2. 2. 2] *??ls-3->(A') -2H— fy^ 
««I8 8 

5 2-^5 L ;V^S#^43«ttf f 3-v'T/-8-^^-8-Tf i t^>^a [3. 

2. i] *??y&m^x$mw8 1 ^ia!«©^»tJS*srfTV^, 3- (8 

-^^-8-Ti? If^o [3. 2. 1] stff^—S— -2H- 

■ ■ >r y^y y 1 -^->^#5o 

Uttffll 8 9 

10 2, 3-^^/i^s j tSfci3iV3-^^/vr§y^otr*-VJJ^Sr« 

Wt^Jfi098 1 t|BI*©*as*C»fi:SrfjV\ 5-^^-3- (2- (v 5 ^ 

4- (S^fvVTSy) 7^n=MJ/V4. 4g^n7tFP77y4 0 
15 mLtML, zfc&TTlmo l/L**7V7F7t Kn77^4 0 

= 1 : lmm&zmmisX u- (^y^r^y) ^^fy/v-ND 

20 MJtKn#ny2. 8g£rflfc/fc 0 

N, N-v 5 ^^V-2, 3-^fM^X7$ K3. 9 g t (4- 
5vV7^y) /fn=MJ/v-Nl) h y t Kn#n^Sr^v>T3Wfi«8 2 
tlBWfcK&SrfT^ (3- (3- (^W^)yo^l') 

/v-2H — ry^y y i-^-ni) hytKp^p^2. og&# 

25 7t 6 (3- (3- (e^^vKT^y) T'PtVW) -5-^f^-2H- ^y^r 
/l)y-l-ty-Nl) MJkKn#py2. 0 g&Ti? h^2 OmLH 
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fri?jyyu&te~^,],%to5_xmm\.itig§,%miu 3-0- (e? 

5 tf-A'Ts. j) ^ntvv) -5-y5vv—2H-y y3v y ^- 1-3-^1 . 

5 g£#fc 6 Sfc^l 0 5- 1 0 6^C. J H-NMR (CDC 1 s ) 6 : 1. 7 
9-1. 89 (2H, m), 2. 34 (6H, s), 2. 39 (2H, t, J 
= 6Hz), 2. 49 (3H, s), 2. 69 (2H, t, J=6Hz), 6. 
34 (1H, s), 7. 31. (1H, t, J=8Hz), 7. 4 2 ( 1 H, d 
10 d, J = lHz, 7Hz), 8. 2 3 (1H, d, J = 8Hz), 11. 37 
( 1 H, b r s). 

mnw 9 1 

2, 3-i?*7A&Mm&£Xfi3-i'7/-l-Tl?Vi'?vi [2. 2. 
15 "ftf^n [2. 2. 2] - 5-^f;V-2HWy 

^y>jy-i-M#5. 
H2fc039 2 

.2, 3-^^^^S#^*5<fcO ? 3-VTy^^-l-Tift*^^n [2. 
2. 2] t^?ytffiV^Wt«!8 1 iHI«©^feT?»&SrfifV\ 3- ( (1 
20 -7-?\?i/?v [2. 2. 2] ^^>-3->r/^) tf-M 

- 2H-^r y^y y >- 1 -^-^Sr#s. 

HIS^J 9 3 

N, N- v'y 5vV- 2 , 3 —it* f-A^OXT % K 7 . 6gi4-^7/- 

i - 1 -y* h ^sotrAojfc^ t c -< y 9 . 0 g £/§^tH2&0!I 8 2 1 mm 

25 ^H^^ 3 - ( 1 - t -y h ^r^/^=/l^t^y S?^- 4 — -f/V) - 

5 -y ?yp— 2H-- r y^y y y- 1 -^6. 4g^#t. x h-nmr (c 

DCI3) 5 : 1. 50 (9H, s), 1. 6 2-1. 8 2 (2H, m), 1. 
9 6-2. 0 7 (2H, m), 2. 53 (3H, s), 2. 6 3-2. 9 5 (3 
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H, m), 6. 42 (1H, s), 7. 34 (1H, t, J = 8Hz), 7. 4 
8 (1H, d, J = 7Hz), 8. 24 ( 1 H, d, J = 8Hz), 11. 3 
0 (1H, b r s). 

3- (1- t-Zf Jl'tf-Jl'^y Vis- 4-4 fr) — 

5 2H—f y^y V 1-^9. 4 g^T±h^l OOmLWBWU * 

Tirh^fcT&^U 3- (f-<y s?v-4— < f/V) -5-^f/V-2H- 
^y^/ l-^->-lt^6. 5 g&#fc„ 'H-NMR (DMS.O- d 

6 ) 5:1. 7 9-1. 9 5 (2H, m) , 2. 0 9-2. 17 (2H, m) , 
10 2. 4 8 (3H, s) , 2. 7 3-3. 17 (3H, m) , 3. 3 3-3. 
43 (2H, m), 6. 29 (1H, s), 7. 3 3 (1H, t, J = 8H 
z), 7. 53 (1H, d, J = 8Hz), 8. 0 1 (1H, d, J = 8H 
z ) , 9 . 0 0 ( 1 H, brs), 9. 24 (1H, brs), 11. 3 6 
( 1 H, brs) . MS (EI) : 2 4 2 (M+) . 

15 mmm 9 4 

2, 3-^y^/^,E#^*5«tt;3--->Ty-8-y^-8-T1ft*v'^ 

a [3. 2. 1] *^^^«rffiv^3«fc«.8 i tmm<v%m'?BJ&*ft\<\ 

5-y^/V-3- (8-y^/v-8-T-ft*^n [3. 2. 1] ;ty^ 

-3— </W -2H- < ))>- i-*^%mz>o 

20 £3608 9 5' 

N, N--^^^-3-^i3P-2-y^/V^<^XT5 Kl. 0gt4-v^ 

7;-i->f^^^yo. 7 g wclUStfy 8 2 i: lHHK^&fT 
v\ 5-^bp-3- (i -y^t^y ^^-4 — r/v) -.2H-^y^ 

y ?y-l-tyi. 2 g^#fc.M2 2 7-2 2 9<C. 1 H— NMR (4 
25 OOMHz, CDC 1 3 ) 5: 10.36 (brs, 1H), 8. 
27' (d, J = 7. 8Hz, 1H), 7. 6 8 (dd, J = 6. 
6Hz, 1. 1, 1H), 7. 33 (t, J=8. 1Hz, 1H), 



132 



WO 02/094790 



PCT/JP02/04995 



6.70 (s, 1H), 3.03 (d, J = 11.5Hz, 2H), 
2. 5 9-2. 4 5 (m, 1H), 2. 3 5 (s,' 3H), 2. 

2 0-1. 7 5 (m, 6H). MS (EI): 2 76 (M+) 

*J8^TSHt«8 1 tmm<DjJ&-?BJS&ft\t\ 5-7*n^- 3- (i-y 

^/utr-^y 4 --r/u) -2H->r y*y y i-a-y&#<5o 

HJfe#iJ9 7 

v?>fy^D^V7^6. 2m 1^7f7t: Kn77^5 Oml 
10 -7 8<C"(*n -•fT-A'D 7-9 J»d>^*-p>18Ni (1. 5 9M, 28ml) & 
MTbfc 0U'3 0»U -7 8t;t-C^Lfc„ SJES^f-2--<> 
i^A-SMMMU. 2g©rf7tKn77y«2 0ml^lTU O^C"? 

3 0#*#U - 7 8^£T^iPbfc 0 — <WA>**t 9 Sllfl*» 
- ; p-4-i /T ; f^y 3 g<Dx b7 fc V*7 s ?l<18&L2 Oml £ 

15 ITU -7 S'CT'lM^bTCo ^S»7«, 5J6it*eDATSi 

-/V=4 0 : l^m^MbT^fflbfc^^^yT'nkV^-x/VSr 
• #P;lTit&U 3- (l-^^/^^r^/V^/Vt^y i»-4— f/V-) 

20 -4-7x=/i/-2H-^y^-;yy-i-t>'2. lg^efegfsitt 

#fc (W2 7 6-2 7 8t) e 3- ( 1 t^^/V^^/V#=/Hf^ 

v v>-4-<</i') -4-7x=/i/- 2 h-^ y^y v>- \-aryz. o 

bfco S^iTt, S*tESr»IBbT#?>tb*:»itlCT-feh^Sin*.-C*fWb 
25 fcjfc&SritJ&U 4-7i^v-3- (f^y^>—4 — |W) - 2 H— -f 

1 H— NMR (DMSO-d 6 ) d : 1. 71-1. 7 5 (2H, m) , 2. 
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0 5-2. 15 ( 2 H, m) , 2 . 5 4.-2.6 8 (2H, m) , 3 . 23 
-3. 29 (2H, m), 6. 84 ( 1 H, d, J = 8Hz), 7. 26 (2 
H, d, J = 6Hz) , 7. 4 2-7. 58 (5H, m) , 8. 20-8. 
22 (1H, m), 8. 69 (1H, brS), 11. 09 (1H, brS) . 
5 MMM 9 8 

mMM9 7X~'&btltc4--7^~/l>-3- (fc^y v^-4—f/V) -2H 
-4 y*/ V >--l-*^gzfc7kmW&2. 2 g£Tir h—hV^4 Om 1 
KlSHiSU 3 7%*M7/VftK (2. 3ml) M^TTfC^T^^'fb 
i/T ;*Vmi-YV (0. 0. 5 4g) ^Mfc o Si0. 2 8ml £ 

^*y!>A7K^^n^, ^no*/^fttaiUc 0 sit^^^^A-e^; 

iL, M^^LTWmUfc^H^^^^xT^U 3- (1 

-^5vn^y s?^-4->f/u) -4-7x^/1 — 2H-^y^y u 1 

-*lsl/5&mmo. 18g^ffc. »^25 8-260'C/^. 1 

15 H-NMR (CDC 1 s ) d I : 1 . 65-1. 82 (6H, m). 2. 24 (3 

H, s) , 2. 3 9-2. 4 4 (1H, m) , 2. -8.3-2. 8 9 (2H, 

m) , 7. 02 (1H, d, J = 8Hz), 7. 23-7. 26 (2H, m) , 

7. 4 1-7. 5 3 (5H, m) , 8. 4 3 (1H, d, J = 7Hz) , 8. 

4 5 (1H, b r S) . 
20 %XSM 9 9 

N, N-^=t^/V- 2- (4-^. f**/^^) ^yX75Kl. Ogi 
4 -i/TJ - 1 fMf^ y y 0 . 6 g Sr/BV^-ClSfeW 8 2 t rfttltCK 
j££?TV\ 4- (4-^b^7x=;i/) -3- (1-^^v^!)^- 
4->f/W) -2H-^y^;jJy-l-^0. 4g£#fc 0 M2 0 9- 
25 2 1 It. 2 H — NMR (4 0 0MHz, CDC 1 3 ) 5: 8. 8 
2 (brs, 1H), 8. 41 (d; 3 = 7. 8Hz, 1H), 
7. 5 7-7. 3 8 (m, 2H), 7. 2 0-6. 9 5 (m, 5H), 
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3. 88 (s, 3H), 2. 87 (d, J = 9.8Hz, 2H), 

2. 5 0-2. 4 0 (m, 1H), 2. 2 3 (s, 3H), 1. 
9 7- 1. 7 5 (m, 4H), 1. 66 (d, J = 11.4Hz, 
2H). 
5 10 0 

N, N-^^-2- XT 0gi4 

-V7 / - 1 fvvt°-< y o . 6 g ^fflVN-cH»J 82i |^&ttRj& 

£=frV\ 4- (4-^D7i^) -3- ( 1 f-/U^ V i?y- 4 - 
-f/V) -2H^fy^/r/-l-tyO. 4 g£#fc e M2 5 4-2 5 

10 6t. ! H-NMR (4 0 0MHz, CDC 1 3 ) 8: 8.5 6 (b 
r s, 1H), 8. 41 (d, J = 8. 1Hz, 1H), 7. 5 
7-7. 30 (m, 4H), 7. 17 (d, J = 8. 3Hz, 2 
. H), 6. 96 (d, J = 8. 0Hz, 1H), 2. 87 (d, 
J = 6. 8Hz, 2H), 2. 4 3-2. 3 0 (m, 1H), 2. 

15 2 3 (s, 3H), 1. 9 0-1. 5 8 (m, 6H). 

10 1 

5, 7-^7 f P^e-3- (t°-<y v?^-4-^/u) -2H-^y^;!i^ 

20 l-^-^^r#5o 

mmm 102 

... 4-vry tv<y s^fcjsvvcsewas 1 h mMo%Wr?%.fo%ft v\ 5 - 
^ h^v-3- (tN<y ^^-4-^/^) -2H-/fy^;yy-i-t> 

25 £#5 6 

10 3 

H^d 1 0 2 T#£> ttfc 5 h 3 - ( V *fy- 4 -^/v-) - 2 
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h — r y*; yy-i -jry^m^x^mmi 9 tmuo^^R^m\ 

10 4 

5 3-7 o - 2 - ? ^A^fe A#8fcJ3 £ 1 - *<>*SM* >^i£—}V - 
4-^77 i^&ffii^TldS#!)8 1 fcR#©#ifc*t*KJ&$:firV\ 5 - . 

7/v*p-3- (t^y i^-4-^/v) -2H—fy^y 

10 5 

. >-l-^-^^r#5 0 
10 6 

15 N, N — i?if ;V- 3 - P - 2 - ^ f ;V^y/7 5 Kl. 0 g t 4 — 

->7/-l-^f;vt°^!)^0. 7 g£ffi^THMJ8 2iPil'©S?: 

ffV\ 5-7/^0-3- iW) -2H-/ f 

y^/y^-l-^O. 5 g*#fc. jK£2 2 0-2 2 2 C C. *H — NMR 
(400MHz, CDC1 3 ) 5: 10. 24 (brs, 1H), 

20 8. 1 2 (d, J = 7. 8Hz, 1H), 7. 4 0-7. 25 (m, 
2H), 6. 53 (s, 1H), 3. 02 (d, J = ll. 7H 
z, 2H), 2. 57-2. 41 (m, 1H), 2. 34 (s, 
3H), .2. 11 (t, J = 12. 0Hz, 2H), 2. 02 (d, 
J = 13. 4Hz, 2H), 1. 9 0- 1. 7 5 (ifi, 2H). MS 

25 (EI): 2 6 0 (M+) 

mmm 107 ' 

N, N-^^-3-^ Kl. 0gi:4- 
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VT J - 1 - * f-A* y v 5 > 0 . 6g^ ^TlH£#!l 8 2 b m&KBJfc * 
*tV\ 5-^h^rv'-3- (l-^f/Vk°^!;v?y-4-Y;V) -2H--f 

y^-yyy-i-tyo'. 2 g£#fc 0 jR£2 3 9-2 4 2t;, ^-nmr 

(4 0 0MHz, DMSO-d 6 ) 5: 11. 24 (brs, 1 

5 H), 7. 6 8 (d, J = 8. 1Hz, 1H), 7. 33 (t, 

J = 8. 1Hz, 1H), 7. 18 (d, J = 7. 8Hz, 1H), 

6. 44 (s, 1H), 3. 89 (s, 3H), 2. 85 (d, 
J=ll. 5Hz, 2H), 2. 4 3-2. 2 8 (m, 1H), 2. 
17 (s, 3H), 1. 9 5-1. 7 8 (m, 4H), 1. 6 5 

10 -1. 5.0 (m, 2H). MS (EI): 2 7 2 (M+) 
HJS$I 10 8 

5-^h^>-3- (l-^f;H: 0 '<yv J y-4->f;>) -2H — fy=*V 
Vis- 0 g^V^T^Iil 9 5-fc K 

v3ci/-3- (i -t^-zvif^y v?>--4— T/v) - 2H--r v is- 

15 l-^>0. 1 g£#fc 0 ll!;&>2 8 0/ dec. 'H-NMR (4 0 0 
MHz, DMSO-d 6 ) 6: 11. 11, (s, 1H), 1 

0. 02 (s, 1H), 7. 56 (d, J = 8. OHz, 1H), 

7. 18 (t, J = 7. 8Hz, 1H), 7. 03 (d, J = 6. 
6Hz, 1H), 6. 44 (s, 1H), 2. 85 (d, J = 

20 11. 4Hz, 2H), 2. 4 5-2. 2 5 (m, 1H), 2. 1 
7 (s, 3H), 1. 9 9-1. 8 0 (m, 4H), 1. 70- 

1. 5 0 (m, 2H). MS (EI): 2 5 8 (M+) 

5-t h*iS^^**i/~3 - (1 -^^tV^y &y-4-< f/V) -2 

25 H--ry^yy>- 1-^-^3. o g ^;-/v3 0mLi^)5¥U M 

T'3 0 %mm/* ^-^3mL £#0 x.tc 0 &«7&s *§»}gilS LT^r 
mUfc^^»L s 5-tKn^r>>-3- ( 1 -p^/l-fc^y i^- 4 - 
>T^) -2H-^y^r/!Jy-l-^Mf2. 9g*#fc, M2 6 9 
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-2 7 IT:. j H-NMR (400MHz, DMSO-d 6 ) 5: 1 
1. 2 8 (brs, 1H), 10. 2 3 (brs, 1H), 7. 
57 (d, J = 8. 1Hz, 1H), 7. 22 (t, J = 7. 8 
Hz, 1H), 7. 0 8 (d, J = 7. 6Hz, 1H), 6. 4 
5 2 (s, 1H), 3.49 (d, J = ll. 7Hz, 2H), 3. 
0 8-2. 9 1 (m, 2H), 2. 7 6 (s, 3H), 2. 70 
-2. 60 (m, 1H), 2. 16 (d, J = 13. 2Hz, 2 
H), 1. 9 3-1. 7 8 (m, 2H). MS (EI): 25 8 (M 

io 9EK0I1-O9 ; 

3 X3 u - 2 -^yi>;^S#^*5«J:U ? 4 -VT J - 1 -^A'tf-*!/ 
Vlrf^T»j9 7 |W«©^rafC5t**fi l V\ 5-^Od-3-(l- 

/ t 9 ^ - 4 - 7 2 h — fy=3r/y>--i- 
15 n%ffl i i o 

5-^nn-6H-fx; [2, 3-c] fcf JJ 7 1 g % 1 

TyVfcV*? 5>f (2ml) fc«V >T IBM* 1 £ K«©^fel?St&*fT^ 5 - 
(4-^f/l/tV7^-i-^;>) -6H-fiy [2, 3-c] \?V& 
3mgl:#t 'H-NMR (4 0 OMH z, CDC 1 3 ) 5 : 
20 2. 3 8 (3H, s), 2. 5 8-2. 6 3 (4H, m), 3. 23-3. 3 
0 (4H, m), 5. 95 (1H, s), 7. 08 (1H, d, J = 5Hz), 
7. 62 (1H, d, J = 5Hz);, 11. 35 (1H, biS). 

mnm 1 i 1 

5-^no-6H-fx; [2, 3-c] fcT y 7 
25 >\>T $/tXy^2ml Srffil^TlSJfefll 1 t WkpWsrZS&kft^ 5 - 
(4-^W$y fc'^J) i?y~l-' f;V) -6H-fxy [2, 3-c] 
trjJ^^-7-^-V«r#5 0 
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mmm 112 

6-^PP-5H-fx; [3, 2-c] l-> 
Vis (5ml) &J^Tli»J 1 t Hm<D%m"£RJ&&1T^ 6 - 
(4-^^/Vt°^7^y-l->f/V) -5H-fx; [3, 2-c] t 6 y 
5 y-4-^3 5mg£#fc„ 1 H— NMR (4 0 OMH z, CDC 1 3 ) 8 : 
2. 39 (3H, s), 2. 5 5-2. 7 0 (4H, m), 3. 20-3. 3 
0 (4H, m), 6. 02 (1H, s), 7. 03 ( 1 H, d, J = 5Hz), 
7. 45 (1H, d, J = 5Hz), 11. 35 ( 1 H, brS). 

mmm 113 

10 6-^na-5H-fx/ [3, 2-c] 4-io*^ 
/VT^/^y^y (2ml) *ffiV^3fe««l 

6- (4-^^-/UT5y t°^Di?^-l— Ov) -5H-fi; [3, 2 

-c] t°yi?^-4-^-^^#s c 

H^^J 114 

15 3-^PQ-2H-^yx [f] -^y^^-i-tvig, 4-^5vl" 

fcV^i?^ (5ml) ^ffiVNT^^Jl ^IH^^-CS^^m^- (4 
-tf-zW^y^-l-st ;V) -2H-- [f ] ^y^y !1 ^- 1 - 
^0. 2 1 g&Wfc. H&2 5 3-2 5 4°C/5M. 'H-NMR (400 
MHz, CDC 1 3 ) 8:2. 36 (3H, s), 2. 7 1-2. 7 2 (4H, 
20 brS), 3. 46^3. 47 (4H, b r S), 6. 55 ( 1 H, s), 7. 
5 8-7. 6 6 (3H, m), 7. 88 ( 1 H, d, J=8Hz), 8. 22 
(1H, d, J = 8Hz), 8. 39 ( 1 H, d, J = 8Hz). 

mmm 115 

3-^oo-2H-'<yx [f ] 4y^7v g, 4-^y-^- 

25 /PT^tvy^y (5ml) &ffi^-CfUg0iJ 1 £ IHilO^T'S^^V> 
3- ( 4 - i?^ f ;V7 $ ; ^ !) ^y- 1 -/f /V) -2H-^yX [f ] y( 

y*/yy-i-*^7 7m g £#fc 0 K232-23 3U/#$. 1 h- 

NMR (4 0 0MHz, CDC 1 3 ) 5 : 1. 8 3- 1. 8 9 (2H, m), 
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2. 0 5-2. 0 8 (2H, m), 2. 39-2. 41 (7H, m), 2. 9 
3-2. 99 (2H, m), 3. 9 8-4. 00 (2H, m), 6. 5 5 (1 
H, s), 7. 5 7-7. 6 5 (3H, m), 7. 87 ( 1 H, d, J = 8H 
z), 8. 23 (1H, d, J = 8Hz), 8. 38 ( 1 H, d, J = 8Hz). 

5 mmm 1 1 6 

3-^pp-2h — ^/.[h] ^y^y g , 4-y.fvv- 

fcV*?^ (5ml) *J8WC|QM*1 bmm<DjTtk"?BU&*fi^3- (4 
-^;Hf^7^-l-^^) -2H-^yX [h] -fy^r^y^-i - 
tVO. 3 5g^ffe 0 1 H— NMR (4 0 0MHz, CDC1 3 ) 6 :2. 
10 44 (3H, s), 2. 7 0-2. 7 6 (4H, m), 3. 44-3. 5 0 (4 
H, m), 5. 92 (1H, s), 7. 40 ( 1 H, d, J = 9Hz), 7. 4 
9 (1H, t, J = 7Hz), 7. 62 (1H, t, J = 8Hz), 7. 81 
(1H, d, J=8Hz), 7. 87 ( 1 H, d, J = 9Hz), 10. 03 
(1H, d, J=8Hz), 12. 22 ( 1 H, brS). 

is -mmm 117 

3-^pp-2H-^ [h] 4V*J V >- g> 
;VT (2ml) Zm^XmMm 1 t mfiHDjf&XRjfoZft^ 

3- (4-^ tXj) i?y- l -2H-^yX [h] 4 

V is- 1 -*yO. 5 6g£#fco 'H-NMR (400MHz, CD 

20 CI ,) 5:1. 78-1. 88 (2H, m), 2. 01^2. 06 (2H, 
m), 2. 34 (6H, s), 2. 34-2. 4 2 (1H, m), 2. 38-2. 
4 5 (2H, m), 4. 0 2-4. 0 6 (2H, m), 5. 9 1 (1H, s), 
7. 38 (1H, d, J = 9Hz), 7. 47 ( 1 H, t, J = 7Hz), 7. 
64 (1H, t, J = 7Hz), 7. 79 (1H, d~; J = 7Hz), 7. 8 

25 5 (1H, d, J = 9Hz), 10. 06 (1H, d, J = 8Hz), 12. 
04 (1H, brS). 

mmm us 

7-^an-6H-l, 6 — t7^V 5 1 - * ?A'1£'<? i? 
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-6H-1, 6--r7^V^>-5-^r>^Zo 

$mw 1 1 9 

7-^pd-6h-i, 6— l-yf-y a -^^t$ y 

5 t^y i^&^vvriii&flij i t mmco^mx^^n^ i - u-v* ^ 
7$ye^yi?y-i-f/i/) -6H-i, 6— t-y^y ^y-5-;$-x£ 

. mmm 120 

2-7$7-3-^?;^>'X7 5 K6. Og, h ]) ^)VT % s s 1 1 . 2 
10 m 1 f/V*/VA7 5F6 0ml U tR^TT? 1 - (^^^t 

3r v^/V-^/U-) fc°^ y i?^- 4 — ( frX—M Pj) Kl6. 9 g 

m&LX{b&%>2- ((1- (^S^i^=¥vo&/i'JK=/i') t°^y^-4- 

L fc*££ % ? p o ti&Et U £ <b K 2 . 2 g £#fc e ffim&&m, is 
V XfjVliy^xi^ YJf774-Xnm^ 2. Og, fcMtllgS: 

. ZtDik&to&K'y v?y2 8m 1 ^7K2 8m 1 2NtK 
20 IMfr*- h y «7 A* 2 . 8ml ^^HxT^fiT 4 B Lfco £&**T«s 

WWLfc»ift4:»SU *Ti5fc# LT 2 - (1- 

/V) If^y 4 - 8-^^-3 H-^)/y i>- 4-^-^8. 
7 g £#7c„ 

^ s . 7 g %Aikfcmwiommm\mm £ «t*si# 

25 RJ5&&73L flffflLfcJfcft&attiiU £flak*Sfci£«:llfc. r«lr7^ 

*7>rxu ^^y-/v--c»^ft^m\ 8-^^-2- 

4 — 1' /l^) - 3 H-^r±i/y ^-4-^-^5 g^r#fc 0 1 H— NMR (4 0 0 
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MHz, DMSO-d 6 ) d : 1. 6 2-1. 8 3 (4H, m), 2. 42- 
2. 56 (4H, m), 2. 5 1 (3H, S), 2. 6 0-2. 6 8 (1H, 
m), 2. 9 5-3. 0 5 (2H, m), 3. 3 2 ( 1 H, brS), 7. 3 1 
(1H, t, J = 8Hz), 7. 62 (1H, d, J = 8Hz), 7. 90 (1 
5 H, d, J = 8Hz). 

mmi 1 2 1 

mmmi 2 0-e#^nfc2- (tf-<y v?^-4— T/V) -8-^f/V-3H 
-*i-^V ^-4-^0. 9 g^VNTll^j8 2 bmm<D%&-?%.J&* 
f?V\ 2- (1 -^^vVfc^y <A0 -8-^^-3H-=5rt 

10 ^-4-^-^0. 4 2g?;#t J H — NMR (4 0 0MHz, CDC 1 

3 ) 5:2. 00-2. 15 (6H, m) , 2. 33 (3H, S), 2. 55 
-2. 64 (1H, m) , 2. 58 (3H, s) , 2. 9 6-3. 04 (2 

H, m) , 7. 32 (1H, t, J = 8Hz) , 7. 58 (1H, d, J = 
7Hz), 8. 09 (1H, d, J = 8Hz), 10. 81 (1H, brS). 

15 $8foffl 12 3 

2-757-3-^ h *t%f*yXT 5 K 2 . OgH - {<Oi?A'**$'# 
. /Utf=./V>) tf^ V 4 -4As%*>i£x.At9 tt ]) K6 . 2 g SrJB^THife 

#!l 2 0j3j:tJ^(fi«8 2fcBI#<0^T*Kj£$:?TV\" 8-* 1**5'- 2- 

(l-^^/nf^y ^^-4-^/W -3H-wyy-4-tyo. 2 

20 2 g£#fc e 'H-NMR (4 0 OMH z , DMSO- d 6 ) ' d : 1 . 78- 

I. 9 2 (6H, m) , 2. 18 (3H, s) , 2. 4 7-2. 5 2 ( 1 H, 
m), 2. 80-2. 88 (2H, m) , 3. 89 (3H, s), 7. 31 

(1H, t, J=8Hz) , 7. 38 (1H, d, J=8Hz), 7. 6*3' 
(1H, d, J = 7Hz) , 12. 14 (1H, brS) . 
25 MMffl 12 4 

ftMfflll 2 3"T?#fcjfc,fc8-;* h*V-2- (l-^/Vtf^y v?^-4- 
-f/V) -3H-dr^yy ^-4-*y*JlVvc!US0!ll 9 £ |^«<D2f&rC^ 
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£$tfrl\ 8-tKo^-2- (1 -*77H^!7 i?l/-4-s(M -3 



12 5 

2 -r 5 y - 3-7/i/tp^yX7 5 Ki l - Ky^vt^^^#=/v) 

5 t'^y i?^- 4 — 4 frfl Art— frf n JJ KSr^TllSiffil 1 2' OfeiTJ^S* 
008 2fcra#<0;^*CKJfc«rfifi\ 8-:7/vtf-n-2- (l-^/vt^y 

^-4-:t^£#5e 

$mmi 26 

2-T$y-3-^n p^^X7 $ \*kl- ('O&A'ttS'pArt^A'') 
10 tX3i?y-4-^;v«^P!) K*^THIfc«1.2 0*5j:t«WK 
#18 2 t|Rj«©^fe-eS^SrfTV\ 8-^bb-2- .a-^fvu^y 
y-4-^/w) -3H-WJJ ^-4-^-y^r#So 
.0B6091 2 7 

2 -T 5 / - 3 -T'n^yXT 5 Ki 1 - 

15 tr^ty i»- 4 -jA'iiArt-A'jr » y k£^ti«£#i i 2 o&j^iiJS 

12 8 

2-T^/-3-> b 5 Ft 4 - i^^ W $ ; i/^ n^f 

20 VU>\>i&-A<<7 o y FSr/SVMTflife^J 1 2 0 TO©^^SJC&^rfrV\ 8 
h*is-2~ U-^^^T^/^^U^-fy-l-yf/V) -3H 
• 9 ^-4-^-^^#S„ 

liffiftl 12 9 

lU&ftil 2 8l?#^tLfc8-y h^;>-2- (4-^f/V75;^n-. 
25 ^Mf^-l— Y/V) -3H-^/y X-4-^-y^V^HJig^Jl 9 
*©>6rSfcTRj£«rfTV\ 8 - 1 Fa =3rv— 2 - (4 - ^ $ / p 
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^Jfe^J 13 0 

p y K^ffiV^TlUI^ 120i TO<9#feT'aS&*7V\ 8 
5 -7/u*n-2- (4 - ^ W 5 ; n^'f^- l --f A*) -3H 

13 1 

n ]) KSr^VNTldfi^ 1 2 0 b mm<D%8iX'frfc$:ft\,\ 8 - 
10 (4 - i?^ W 5 ; i^^ o^^-f y- 1 -/f -3H-^r 

13 2. 

2 -7 5 J - 3 -^n^yXT 5 Yb 4-i>* <f->VT $ J is* n^f-^ 

a a y k*iv^» 1 2 o bmm<Djjmx~Kjfczn\s\ 8 - 

t/yy-4-^ym. 

^I»J 13 3 

2-75/^^X75: Ki (1-TiftfiX^a [2. 2. 2]***V.-3 
-^/v) n y K*fflV>-C3Hi6« 1 2 0 £ mm<DJ?&-?BJ&*ft 

20 V\ 2- (l-Tiftfi^P [2. 2. 2] t^^y-3— - 3H- 

*-r^y is- 4 
mmm 134 

2-7^;^yX7? Yb (l-TWispn [2. 2. 23^^^^-3 
— T^Ast p y KSrffiV^T^SfifH 1 2 0 fc|B#©;*^-CEJ£4:fTV\ 
25 2- ( (l-Tlft'^u [2. 2. 2] ^-^^y-3—f/V) - 
3H-3^/y >—4-^-^^#5„ 
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MMM 135 

2-7 5/^yX7$KJ: (8-^^/V-8-Tlf tfv^^n [3. 2. 1] 
Hr9 9 3 — /v) d y KSr^TSfeiSfll 120i tocd^- 

&-T?£j££fifV\ 2- [3. 2. 1] ^ 

5 ffy-Z-JM -3H-^)/y^-4-^-ySr#5o 
HJE0B13 6 

n y K^V^-C^Jg^ 12 0 b mm<D%m-?KfoZ'lll<\ 2 - ( 4 <f- 
AST ^ J v^tf-V-ls- 1 -< f/V) - 3 H-^^y 4 -ir>*%2> 0 
10 13 7 

2-75/-3-^f/W<>'X7§ Ki 4-v ? ^^T5 7->'^i3^df-y-> 
a y K&JSV vfHiSfll 1 2 0 mU<Djjmx*KJ&%?t^, 8 - 
^^vv-2- (4-^^-/VT^/^^a^'3f-9-^-l-W/v) -3H-=¥ 
-rSV f-A-*>4. 6mg^#fe D SjjSil8 1-18 3t/^|. 1 H- 
15 NMR (4 0 OMHz, CDC 1 3 ) 8:1. 8 3 — 1.8 5 (6 H, m) , 
2. 0 5-2. 35 (lOHz.m), 2. 61 (3H, s), 2. 94- 
2. 9 6 (1H, m) , 7. 3 4 (1H, t, J = 8Hz) , 7. 6 0 (l 
H, d, J = 8Hz) , 8. 11 (1H, d, J = 8Hz) . 

20 2-7§;-3-^fM^X75 Ft ' {l—7W 9 s9n [2. 2. 2] 
* y- 3 ->f/v) o y K4rffiv^rHifeW I20i TO<P# 

S5fe-?£j£«rfifV\ 2- (l-T-ftf^a [2. 2. 2] ^^-3— T 
/V) -8-^f^-3H-^ty!iy-4-t>'17. 7mg*#fe„ 
2 3 0-2 3 1°C/#M. 1 H — NMR (4 0 OMHz, CDC 1 3 ) 5:1. 

25 12-1. 14 (1H, m), 1. 76-1. 92 (4H, m), 2. 29 
-2. 32 (1H, m) , 2. 65 (3H, S) , 2. 94-2. 9 6 (1 



145 



WO 02/094790 



PCT/JP02/04995 



H, m), 3. 05-3. 09 (3H, m), 3. 24-3. 26 (2H, 
m) , 4. 0 2-4. 04 (1H, m) , 7. 37 ( 1 H, t, J = 8Hz) , 
7. 64 (1H, d, J = 8Hz) , 8. 11 (1H, d, J = 8Hz) . 
»0iJ 13 9 

5 2-7^7-3-^^/^^X7^ K£ (l-TWisfv* [2. 2. 2] 

*t * ^- 3 — f /v) t^t-m n y F&m^xmt&ffl 120b mmo^rm 

-?%.}fcs%ft\,\ 2- ( (l-7fk'^n [2. 2. 2] *?f>-3 — f 
^) -8-^f/V-3H-^/!/y-4-#y2 7mg^fc 0 

Bt&l 8 7-18 8 ] H-NMR (4 0 OMHz, CDC 1 3 ) 6 : 

10 1. 65-2. 10 (5H, m), 2. 56-2, 59 (5.H, m) , 2 . 
80-2. 85 (1H, m), 3. 00-3. 14 (5H, m), 3. 35 
-3. 41 (2H, m) , 7. 29-7. 33 (1H, t, J = 8Hz) , 
7. 57 (1H, d, J=8Hz) , 8. 03 ( 1 H, d, J = 8Hz) . 
MM&i 14 0 

15 2 -T % ;^^X7 $ 3 f-fVT % S -fx* y?Or~;v>? n y K£JBV> 
2 OfcRI«©3Wfe"eSJ6S:fTV\ 2- (2- (^W^y) 
^c^v) -3H-Wyy-4-M#5 0 

HJk^J 14 1 

2-7^^X7 5 Ki:4-^^T?xy^y/^oy KtlV^tH 
20 J£#|l 2 0t^^&-C^SrffV\ 2- (3- 
£VV) -3H-=3r^-^y ^-4-^^^#5 0 
Ife&fcfliJ 14 2 

2-7 5;^X7 5 Kfc 6-^f/V7 5;^t^o!) K&ffi^T 
Hife#|l 2 0 tl^^&T^J&^lV 2- (5- (^f/V7 5/) ^ 
25 ^5vv) -3H-^!; ^-'4-^-^^#-5 0 
%tfeM 1 4 3 
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2-7^-3-^f;W<yX7^ Ki (8-X*5vV— 8-TiFfc*^ n [3 . 

2. i] ^^-3-^/1") n^=.^ p v v&m^Tmmm 1 2 0 t 
mmv%mx*Rj&zn\,\ 8-^^-2- (s-^^-s-r-ft*^^ 
p [3. 2. 13 ^^-3-^) -3H-^t/yy-4-ty%# 

5 5„ 

UlJSf a 14 4 

2-75/-3-^f/V^X75K3. 24gi3- (vM f"AS7 5 X ) 

7*0^^1113 . 3 8 g £/B^-cn;i&0y 1 2 o h mmojjm~?%j&&ft 

V8-X5VW-2- [2- 3i^3 -3H-W!Jy 

10 -4-t^9 3 6mg (5 0%)#7c o 

1 H — NMR (DMSO-d 6 ) d:2. 18 (6H, s), 2. 69-3. 2 
0 (7H, m), 7. 32 ( 1 H, t, J = 7. 7Hz), 7. 62 (1H, 
d, J = 7. 3Hz), 7. 89 (1H, d, J = 8. 1Hz). 

mmm 145 

15 2-75y-3-^f;^X7$ K3. 24gt4- (^W^/) 

•^^>mmmM3. 6 9 g £/B^-cjii;!&#!i 1 2o^pt©^©s;irifv^ 

8~X?VV-2- [3- 7°PtW] -3H-WiJy 

- 4 1 7 7 m g ( 3 %) #7c D 

1 H — NMR (DMSO-d 6 ) d : 1. 9 1-1. 9 7 (2H, m), 2. 4 
20 0 ( 6H, s), 2. 4 9-2. 53 (2H, m), 2. 59 (3H, s), 2. 
88-2. 91 (2H,'m), 7. 2 6-7. 7 3 (1H, m), 7. 55 (1 
H, d, J = 7. 3Hz), 8. 10 ( 1 H, d, J = 8. OHz). 
HJfeM 14 6 

2 -T $ X - 3 -X f/^yX7 $ K 3 . 2 6 g <t 6 - {V* ^;VT 5 X ) 

25 ^^ymmmm 2 . 4 9 g &^ti!i;&s#i 1 2 0 1 mm^mxR^fi 

^8-X?vv— 2- [5- (v^^vKT^/) s<l<"3~;v} -3H-Wy 
^- 4 -^Sr 6 2 2 m g (14%) #7c c 

X H — NMR (DMSO-d 6 ) d: 1. 44-1. 4 9 (4H, m), 1.8 

147. 
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0-1. 88 (2H, m), 2. 24 (6H, s), 2. 31-2. 34 (2 

H, m), 2. 6 7 (3H, s), 2. 6 6-2. 7 1 (2H, m), 7. 2 6 

-7. 29 (1H, m), 7. 54 (1H, d, J = 7". 3Hz), 8. 06 
■( 1 H, d, J = 7. 3Hz). 

5 MMM 14 7 

^o^f-^2. o g*m^xmMffl8 i ii^a^fe-es^^fvv 3- 

(4- (v^ fvVT 5 y ) v'^n^rf-y-l-.'fA') -2H-^y^;!) 
y-l-t^O. 3 9gl:tfc„M2 5 6-2 5 8 < C. 1 H — NMR (CD 

10 C 1 3 ) 5:1. 40-1. 46 (2H, m) , 1. 55-1. 65 (2H, 
m) , 2. 0 7-2. 14 (4H, m) , 2. 2 5-2. 3 5 (1H, m) , 
2. 35 (6H, s), 2. 42-2. 51 ( 1 H, m) , 6. 32 (1H, 
s) , 7. 43 (1H, t, J = 7Hz) , 7. 49 (1H, d, J = 8H 
z) , 7. 62 (1H, t, J = 7Hz), 8. 37 (1 H, t, d, J = 

15 8Hz), 10. 31-10. 80 ( 1 H, m) . 

mmm 1 4 s 

2- ^f;^lfii. 8gMt?4- (4-^f/v^7-^-i-^;v) 
- (3- (4-^^/wt°^7> ? v-i ->f/u) yptvw) - 2H-^y^7 

20 y^-l-^O. 0 2 7 g fc. ifk£ 1 2 0-1 2 2t. X H— NMR (C 

DC1 3 ) 8:1. 83-1. 8 8 ( 2 H, m) , 2. 37 (3H, s), 2. 

42-2. 66 (12 H, m) , 6. 22 (1H, s), 7. 36-7. 4 

3 (2H, m) , 7. 5 5- 7. 5 9 ( 1 H, m) , 8. 3 3 (1H, d, 

J = 8Hz) , 11. 3 5 (1H, b r S) 
25 MM&l 15 1 

3- ^nc-2H-^y^-;!)y-l-tyi. 0g, (R) - 
istf-Ar- l-^f/VtV7^2. 0 g £^-0^01.1 1 £P^iK£jS£ 
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^ (R) - 3 - ( 2 - 1 fvV- 4 -y ^/>t°-^7 *J>- 1 — Y/V) 

- 2H-^ y^y y^- l-tVO. 3 g£#fc 0 l^l 7 2- 1 7 4t. 1 
H-NMR (4 0 0MHz, CDC1 3 ) 8: 11.35 (brs, 
1H), 8. 16 (d, J = 8. OHz, 1H), 7. 54 (t, 
5 J = 8. OHz, 1H), 7! 37 (d, J = 8. OHz, 1 H) , 
7. 3 0-7. 2 0 (m, 1H), 5. 8 9 (s, 1H), 4. 
10-3. 9 0 (m, 3H), 3. 7 0-3. 6 0 (m, 1 H) , 
3. 4 9-3. 4 0 Cm, 1H), 3. 2 7-3. 18 (m, 1 H) , 
3. 14-2. 9 5 (m, 1H), 2. 7 5-2. 2 0 (m, 6H) 

io mmm 152 

3-^op-2H — ry=¥/ V l/- 1 -3r> 1 . O gl (S) -3-tKn^r 
~>y <?)\>- 1 *?V2 . . 0 g £^THJ£#I l £ (^^^J^$ 

'* % (S)-3-(2-t Kn^y^/v-4-y^/VhV^^- l W/V) 
-2H-^fy=if;!Jy-l-tyO. 3 g&#fc e jft£l 6 9-17 It. 1 

15 H-NMR (4 00MHz, CDC1 3 ) 5: 11.41 (brs, 
1H), 8. 15 (d, J=8. OHz, 1H), 7. 54 (t, 
J = 8. OHz, 1H), 7. 3 7 (d, J = 8. OHz, 1 H) , 
7. 3 0-7. 2 0 (m, 1H), 5. 88 (s, 1H), 4. 
15-3. 9 1 (m, 3H), 3. 7 0-3. 6 0 (m, 1H), 

20 3 . 4 9 - 3 . 4 0 (m, 1H), 3.27-3.18 (m, 1H), 
3. 14-2. 9 5 (m, 1H), 2. 7 5-2. 2 0 (m, 6 H) 
HMJ 15 3 

3-^nc-5-^f;V-2H--fy^; V 0 g h 2-t 

• Ko^^y^- l-y^yvt-^^i. 4 g&m^xmm&n tmmz. 

25 RJfoZft^, 3- (3— fc YxJ^'y^^-/V- 4-y^;vt°^7> ? ^- l->f 

/>) - 5 -y ^/w- 2 h— r y y ^- 1 -^-^ o . 3 g %#fc 0 M£ 2 

3 2-2 3 4^, 1 H — NMR (4 0 OMHz, DMSO~d 6 ) 8:2. 1 
3 (1H, br. s), 2. 20-2. 3 5 ( 1 H, m), 2. 24 (3H, 



149 



WO 02/094790 



PCT/JP02/04995 



s), 2. 38 (3H, s), 2. 5 8 ( 1 H, t, J = 10Hz), 2. 70 
-2. 85 (2H, m), 3. 30-3. 70 (4H, m), 4. 63 ( 1 H, 
t, J = 5Hz), 5. 64 (1H, s), 7. 09 (1H, t, J = 8Hz), 
7. 39 (1H, d, J = 8Hz), 7. 87 (1H, d, J = 8Hz), 1 
5 1. 17 (1H, s). MS (EI) : 2 8 7 (M + ) 
•m&m 15 4 

2 - * b * 9 s% ;\>i£-;V7 =. =/VTir h -Y $ Kt^ ^-A4Uftlft 1 . 0gt2 
-ai h=ar^/u#-;^- i -^fvH^^fO. 7 g StJE^THM 1 8 
fcR«Kfc£jfi**?l\ 3- (3-n: b^#/^=/V-4-^9vVfc°~i^ 

io y-i--fM -2H-^y^/!)>'-i-tyo. 5gWc, a^io 

5-109*0. X H — NMR (400MHz, DMSO-d 6 ) 5: 
11. 15 (s, 1H), 7. 99 (d, J = 8. 1Hz, 1H), 
7. 53 (t, J = 8. 0Hz, 1H), 7. 43 (d, J = 7. 
8Hz, 1H), 7. 20 (t, J = 7. 8Hz, 1H), 5. 
15 8 0 (s, 1H), 3. 52 (d, J = 10. 5Hz, 1H), 
4. 12 (q, 1 = 7. 1Hz, 2H); 3. 16 (d, J = 5. 
1Hz, 1H), 3. 0 6-2. 90 (m, 4H), 2. 35-2. 
27 (m, 1H), 2. 25 (s, 3H), 1. 20 (t, J 
= 7. 1Hz, 3H). 
. 20 15 5 

2 - ^ b $sjin<tf—A'-7 * =/VTir h $ KIM ^/^Wtt 1 . 0 g t 2 
-tf-frt'^yiti/O. 6 g «r/Bwafel60!l 1 8 bmmzRj&%ft\,\ 3- 
( 3 - ^ ^tv^ 1 -^/v) - 2 H-^r y^/i)y-i 0 . 

3g^#fco.I^1 64-1 6 7 < C. 'H-NMR (4 0 0MHz, DM 
25 SO-d 6 ) 5: 11. 0 3 (brs, 1H), 7. 9 8 (d, 
J = 8. 0Hz, 1H), 7. 51 (t, J = 6. 8Hz, 1H), 
7. 41 (d, J = 7.8Hz, 1H), 7. 17 (t, J = 7. 
1Hz, 1H), 5. 72 (s, 1H),. 3. 48 (d, J = 
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11. 5Hz, 2H), 2. 90 (d, J = 12. 0Hz, 1 H) , 
2. 8 0-2. 7 0 (m, 2H), 2. 6 0-2. 4 0 (m, 2H), 
2. 21 (t, J = ll. OHz, 1H), 0. 99 (d, J = 
6. 4Hz, 3H). 
5 mMM 15 6 

2 -y h *ciS$/l'tf^A'7^/UT± W 5 F^y ?-/l4ttft% 1 • Ogfc 
(S) -2- (t Ko^f/W) -l-y^vVfc^v^O. 7g*rffiV^ 
T«0!ll 8fclWWcfiJ&$rftV\ (S) - 3- (3-fc KD3f^f^-4 

-^f;vtvyi/y-i-, -2H-^y^-y !ly-i-^yo. 3 g 

10 M 1 7 3 - 1 7 4U 'H-NMR (400MHz, DMSO 

-d 6 ) 5: 11. 10 (s, 1H), 7. 99 (d, J = 7. 
8Hz, 1H), 7. 5 2 (t, J = 7. 1Hz, 1H), 7. 
42 (d, J = 7. 8Hz, 1H), 7. 19 (t, J = 7. 3 
Hz, 1H), 5. 74 (s, 1H), 4. 57 (brs, 1 

15 H), 3. 6 7-3. 4 9 (m, 3H), 3. 4 5-3. 2 8 (m, 
2H), 2. 77-2. 15 (m, 2H), 2. 56 (t, J = 
10.-5Hz, 1H), 2. 24 (s, 3H), 2. 12 (b r 
s , 1 H) 

20 3 n P-2H--T y^r/ 1-^4. Ogt.(S) -2-tKo 
*$ot^A'tV<?$?l'5. ' 5 g SrfflVvcHifcfcl 1 tilTO^m^ (S) 
-3- (3-t Kn^f;^?^-!-^) -2H- fy^yy 

^-l-tV4. 5g£#7c 0 (S) -3- (3-fc Ko^iO^/Hf-^S* 
^-1-V/V) -2H-- V>-l-^r>4. 5 g&T±h-h]>/i> 
25 8 0mL*5J:l^3 7%*/wyy*»tt8. 2mLWU 

fcWV KJJ DA3. 4g*3it)tg|iO. 8 5mLlrMfc e fflS 
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*5A^D7 }»^7-f- KXfaWLIt,, ^Bn*^ : ^^y-/l/=4 : 

(S) -3- (3-fc Kn^^^/v-4-^^t p ^7> ? >'- 1 (VI-) 
-2H-y fy^y JJV- 1-^-^3. 3 g£#fc„ 
5 15 7 

2 - h * /i/t:-;W7 * -/v-Tir W S fTHifflMK 1 . 0 g 

(R) -2- (t Knif-^f /V) -l-y^/Vt^-^^O. 7g^l> 
T«#l 1 8 t mm\Z%.&*ft\,\ (R) -3-(3-tKn 4 

-tj-jve^yity-i-j/v) -2H— (y*; y s- l -^o. 4 g 

10 Sr^fc e ife^l 7 1-1 7 3*0. 'H-NMR (400MHz, DMSO 
-d 6 ) 5: 11. 10 (s, 1H), 7. 99 (d, J = 7. 
8Hz, 1H), 7. 52 (t, J = 7. 5Hz, 1H), 7. 
43 (d, J = 7. 8Hz, 1H), 7. 19 (t, J = 7. 8 
Hz, 1H), 5. 74 (s, 1H), 4. 57 (brs, 1 

15 H), 3. 6 7-3. 4 9 (m, 3H), 3. 4 5-3. 2 8 (m, 
2H), 2. 7 7-2. 15 (m, 2H), 2. 56 (t, J = 
10. 5Hz, 1H), 2. 25 (s, 3H), 2. 12 (br 
s, 1H) 

mmm 1 5 8 

20 3- (1 -^^vnf-ty i^-4— f/v) -2H-^y^y yy-i-tv 

2. 0 g£^y-;V2 OmLfC^U 1 0%/^v^A-^fif 1.. Og 
o#ftT4 0MJE> 7 CCTTK^iP^ofc. S»T^n £JM££i® 

13 a : y * / 10:1 $f£ffi#£3§iii LT# bhtmm^4 V 7" 

25 a }f;U^-T/^Mx.xmhtc^^^WU 3- (l-yfvU^JJS? 
^-4-^/V) -3, 4-v?tKa-2H-^y^7!)y-l-ty0. 1 
g £r#fc 0 Ml 3 9-1 4 1^. 'H-NMR (400MHz, CDC 
1 3 ) 6: 8. 08 (d, J = 7. 6Hz, 1H), 7. 48 
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(t, J = 7. 3Hz, 1H), 7. 38 (t, J = 7. 6Hz, 
1H), 7. 23 (d, J = 7. 3Hz, 1H), 6. 32 (b 
r s, 1H), 3. 5 2 (brs, 1H), 3.15-2.90 (m, 
4H), 2. 30 (s, 3H), 2. 16 (brs, 1H), 2. 
5 0 0- 1. 7 0 (m, 4H), 1. 5 8-1. 3 0 (m, 2H). 

mnm 159 

2 — T $ / — 3-^f;v<yX7 $ K 3 . 24gi3- (^^/VT 5 / ) 

/a/^i^ii4 . 0 0 g fc/gV^HJfeM 1 2 0 i: ^^SrT-^&Jf? 

l^8-^5vV-2- [2- (^^/VT$/) ^fvV] -3H-^tyyy 
10 -4-t^82mg (8%)#fc 0 

*H— NMR (DMSO-d 6 ) d : 1. 13 (6H, m), 2. 60 (3H, 

s), 2. 65-2. 71 (4H, m), 2. 81-2. 87 (4H, m), 7. 

24-7. 2 9 (1H, m), 7. 53 (1H, d, J = 7. 3Hz), 8. 

08 (1H, d, J = 8. OHz), 12. 58 ( 1 H, m) . 
15 mMM 16 2 

2- *h ^^/^^7x^7-fe W $ H8M f-MmM. 1 . 0 gb2, 

3- (3, 5-*J*^;v\?^7i?^-i-j/v) -2H-^y^yyy-i 

-^0. 3 g£#fc 0 Mi&2 0 8-2 1 0°C. 'H-NMR (4 0 OMH 
20 z, DMSO-d 6 ) 6: 10. 9 8 (brs, 1H), 7. 
97 (d, J = 7. 8Hz, 1H), 7. 50 (t, J = 7. 1 
Hz, 1H), 7. 41 (d, J = 8. 1Hz, 1 H), 7. 1 
6 (t, J = 7. 1Hz, 1H), 5. 72 (s, 1H), 3. 
51 (d,~ J = 10. 5Hz, 2H). 3.. 4 0-3. 2 5 (m, 
25 1H), 2. 9 0-2. 7 8 (m, 2H), 2. 15 (t, J = 
11. OHz, 2H), 0. 99 (d, J = 6. 4Hz, 6H). 

$mm 16 3 

N, N-v^^-2- U-^^vV^Vv^) ^y/7$Kl. 0gfc4 
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-i VTJ- l-^f^Pi?yO. 6 gSr^^Tia6«8 2 tP«fcSJE& 
4- (4-^^V7^-/V) -3- (1 S?V-4 - 

4 -2H-s( y*; vy-i-*>o. 3 g£#fc 0 8^244-2 4 

6*C. 1 H— NMR (4 0 0MHz, CDC 1 3 ) 8: 8.4 9 (b 
5 rs, 1H), 8. 40 (d, J = 8. OHz, 1H), 7. 4 
7 (t, J = 6. 6Hz, 1H), 7. 40 (t, J = 8. 3H 
z, 1H), 7. 26 (d, J = 7. 6Hz, 2H), 7. 09 
(d, J = 8. OHz, 2H), 7. .02 (d, J = 7. 6Hz, 
1H), 2. .86 (d,. J = 5. 6Hz, 2H), 2. 50-2. 
10 3 8 (m, 1H), 2. 4 4 (s, 3H), 2. 2 2 (s, 3 
H), 1.9 0-1.60 (m,. 6H). 
HJfetfJ 16 4 

N, N-v^P/v-2- (4-7/^n^^>?/v) ^>X75 Kl. 0 g £: 
4-^7/-l-^f;^j;i?yO. 6 gSrffil>T^JgW8 2iPl«|{CS 

15 iS&ffVV 4- (4-7;^P7x^) -3- 

-2H-> f y=*y J/ >-l -Jrl/O. 4g£#fc D SU&2 6 9 - 
■2 7 It;.' 1 H- NMR (400MHz, CDC1 3 ) 8: 8. 5 
3 (brs, 1H), 8. 41 (q, J = 6. 8Hz, 1H), 
7.55-7.44 (m, 1H), ' 7. 43-7. 38 (m, 1 H) , 

20 7. 24-7. 1 0 (m, 4H), 6. 97 (d, J = 7. 6Hz, 
1H), 2. 8 7 (d, J = 8. 8Hz, 2H), 2. 44-2. 
30 (m, 1H), 2. 22 (s, 3H), 1. 90-1. 60 
(m, 6 H) . 
H«J16 5 - ••■ 

25 K3. 3 8gi:3-^y^/7 t n^y 

Mimm.4. 2 6 gZft^xmmmi 2 0 tmm<o^m^m:^n^B-^ 

f->V-2- (2-^V it; -3H-Wyy-4-ty^i. 
0 4 g (55%) 
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1 H — NMR (DMSO-d 6 ) d : 1. 51 (2H, m), 1. 68-1. 7 
4 (4H, m), 2. 5 6 (7H, m), 2. 7 2-2. 7 7 (2H, m), 2 . 
8 1-2. 8 6 (2H, m), 7. 2 3-7. 2 9 (1H, m), 7. 5 2 (1 
H, d, J = 7. 1Hz), 8. 89 (1H, d, J = 7. 8Hz). 

5 mmm 1 6 e 

. 2-7^7-3-^ f^yX7 5 K 3 . 24gfc3- fr/U* 

4 ,v) /<^®mm 3 . 1 9 g zm^xmmm i2ot mmvx&xK 

f&&ft\,^8-*?-/l'-2- [2- V-A-^fV) ^)V\ -3H 

-^t/!Jy-4-M5 18mg (2 2%)#7t 6 
10 'H-NMR (DMSO-d 6 ) d : 2. 5 6-2. 5 8 (4H, m), 2. 6 
4 (3H, s), 2. 8 3-2. 8 5 (2H, m), 2. 8 9-2. 9 2 (2 

H, m), 3. 6 6-3. 8 5 (4H, m), 7. 31 ( 1 H, t, J = 7. 
6Hz), 7. 57 (1H, d, J = 7. 3Hz), 8. 11 ( 1 H, d, J 
= 7. 8H z), 12.02 (1H, m). 

15 MMM 16 7 

N, N-^^/V-2- (2-^ b^r^^/V) ^XTvKL Ogt 

4-ixr/- 1 -^^/v^y ^^o. 6 gzm^xmMWs 2 tuatcs 

J^^r ; fTV\ 4- (2-^ h^i/y^—M -3- (l-^f/^^^y- 
4 — -2H--fy^y!)>-l-tyO. 2g&#fc 0 Ml53- 

20 1 5 5 e C. *H— NMR (4 0 0MHz, CDC1 3 ) 5: 8. 4 
4 (brs, 1H), 8. 3 9 (d, J = 7. 8Hz, 1H), 
7. 5 0-7. 3 2 (m, 3H), 7. 11 (d, J = 5. 6, 1 
H), 7. 0 9-6. 9 8 (m, 2H), 6. 94 (d, J=8. 
0Hz, 1H), 3.6 8 (s, 3H), 2. 9 2-2. 80 (m, 

25 2H), 2. 40-2. 2 6 (m, 1H), 2. 21 (s, 3H), 

I. 8 2-1.5 0 (m, 6 H) . 

mmm 1 6 8 

N, N-i/^^/V-2- (3-^^/V^^-^/V) ^<>-XT*Kl. 0gt4 
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4rtfV\ 4- (3-^f^7x=/l') -3- (1 -p^/H^y v^-4 - 

-Y/v) -2H->fy^y!;y-i-tyo. 3 g ^#fc 0 «2i4-2i 

6t. 'H-NMR (400MHz, CDC1 3 ) 8: 8.69 (b 

5 r s, 1H), 8. 41 (d, J = 6. 6Hz, 1H), 7. 4 
8 (t, J = 7. 1Hz, 1H), 7. 43-7. 28 (m, 2 

H), 7. 2 7 — 7. 10 (m, 1H), 7 . 0 8 - 6 . 9 5 (m, 

3H), 2. 9 5-2. 8 0 (m, 2H), 2. 5 0-2. 3 8 (m, 

1H), 2. 4 0 (s, 3H), 2. 2 3 (s, 3H), 2. 1 
10 0-1. 6 0 (m, 6 H). 

mmm 16 9. 

N, N- v?cn^vw- 2 - ( 2 fvW^i?/U) ^y'X7 5 Kl. 0 g t 4 

->7;-i->f;^y^yo. 6 g v ^x^mm 82 1 EfficBUb 

&frV\ 4- {2-**5-)V7 =^~?v) -3- (l-^f;v^y^-4- 
15 -Y/U) -2H — { V^rJ V -y- 1 -*>0. 3gWc 8^2 4 9-2 5 
1°C. X H— NMR (400MHz, CDC 1 3 ) 8: 8.62 (b 
rs, 1H), 8. 42 (d, J = 7. 1Hz, 1H), 7. 5 
0-7. 20 (m, 5H), 7. 09 (d, J = 7. 1Hz, 1 
H), 6.83 (d, J = 7 . 3 H z (1H), 2.90-2.7 
20 8 (m, 2H), 2.3 7-2.2 4 (m, 1H), 2.2 1 (s, 
3H), 2. 0 1 (s, 3H), 1. 9 0-1. 5 9 (m, 6H). 
MMM 17 0 

N, N - i?^/U- 2 - ( 3 - ^ b 3f issOitfr) ^yX7 ^ K 1 . Ogi 

4 -i/TJ - 1 -*>/Hf'< JJ i?> 0 . 6- g^rffiV>THJi^J 8 2* l^&lzig 
25 J&%fi\<\ 4- (3~;* b*y7*~M -3- ( 1 fvUf^JJ v 5 ^- 

4->f/V) -2H-^ y=3r7 y ^- 1-^-^0. 3gMtPl8 1- 
18 3t. 1 H — NMR (400MHz, CDC1 3 ) 6: 8. 5 

5 (brs, 1H), 8. 4.0 (d, J = 7. 1Hz, 1H), 
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7. 53-7. 35 (m, 3H), 7. 0 3 (d, J = 8. 0Hz, 
1H), 6. 97 (dd, J = 5. 9Hz, 2. 4, 1H), 6. 
81 (d, J = 7. OHz, 1H), 6. 76 (d, J = 2. 7 
Hz, 1H), 3. 82 (s, 3H), 2. 9 3-2. 8 0 (m, 
5 2H), 2. 5 0-2. 3 9 (m, 1H), 2. 23 (s, 3H), 
1. 9 0-1. 6 0 (m, 6H). 

mmm m 

N, N-i?^/U-3-? V**s* s ?-;V**ci/-2- *<5-A"<vXT Kl. 

5 s b4-isT/-l -^f^t'-:y^i. 2 e&%\t*x23teW8 2 km 
10 «Jc^SSrffv\ 5-* h*is**?As**i/-3- (l-^fvvtf^ys?^ 

-4 — fA-) -2H-^y^7D>'-l-tyi. 2g«r#fc. Ml 9 4 

— 19 6*C. 1 H — NMR (40 0MHz, CDC1 3 ) 5: 10. 

14 (brs, 1H), 8. 00-7. 9 5 (m, 1H), 7. 

3 8-7. 2 5 (m, 1H), 6. 7 1 (s, 1H), 5. 2 9 
15 (s, 2H), 3. 50 (s, 3H), 3. 00 (d, J=l 

1. 4Hz, 2H), 2. 5 3-2. 4 1 (m, 1H), 2. 3 3 
(s, 3H), 2. 17-1. 95 (m, 4H), 1. 90-1. 

7 5 (m, 2H). MS (EI): 3 0 2 (M+) 

HJ60II1 7 3 

20 2-75/- 3 -*f-A"<^XT =• K 3 . 38gi6- (i?^f-A>t 5 J ) 

^•f->mmm& 3. 2 4 g zm^xgrnw 1 2 0 1 mmojj&xRj&zft 
v^8-^^/v-2- [5- (^^T^y) ^^vv] -3H-^^-yy. 

y-4-ty^l24mg (8%) #fc„ 

J H-NMR (DMSO-d 6 ) d:0. 90 (6H, m), 1. 32-1. 4 
25 2 ( 4H, m), 1. 7 0-1. 7 8 (2H, m), 2. 3 0-2. 4 9 (6 
H, m), 2. 5 8-2. 6 6 (2H, m), 3. 29 (3H, s), 7. 29 
-7. 33 (1H, m), 7. 62 ( 1 H, d, J = 7. 3Hz), 7. 90 
(1H, d, J = 7. 3Hz), 12. 12 (1H, m). 
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mm 174 

2-7$;-3-^f/i^<yX75 5- (v?xf/v7^;) ^f^at 

5 HJ&tfiJ 17 5 

2 -75 y — 3 -^f;^X7 5 K2. 9 8 g £ 5 - f-A^T 5 / ) 

>-^^m 2 . 4 5 g zm^xmmm 120k mm<ojjm-?BLfc&n 

V>8-^?VV-2- [4- (v^5vVT$y) -SH-^t'/PV 
-4-^-^Sr2. lOg (7 7%) #fc 0 

10 1 H— NMR (DMSO-d 6 ) d : 1. 43-1. 47 (2H, m), 1. 6 
8-1. 72 (2H, m), 2. 10 (6H, s), 2. 2 2-2. 2 5 (2 
H, m), 2. 57-2. 6 1 (2H, m), 3. 40 (3H, s), 7. 2 7 
-7. 32 (1H, m), 7. 60 ( 1 H, d, J = 7. 6Hz), 7. 88 
(1H, d, J = 7. 9Hz). 

15 Hftgftl 17 6 

2-75/-3-^f/V<yX75 Kl. 44g£4- (fcfn y l - 
/P) 7^ V^ttURIK 1 . 5 6 g fc/B^Tldfefll 1 2 0 i W«©*SsT*»S 
^=ffV^8-^^/V-2- [3- (k°py^-l-^;l/) ;/nfcVl/j -3H 

-w/py-4-ty^3 8mg#fc 0 

20 1 H — NMR (CDC 1 3 ) d : 1. 9 1-2. 0 1 (6H, m), 2. 5 9 (3 
H, s), 2. 70-2. 74 (6H, m), 2. 92-2. 95 (2H,.m), 

7. 27-7. 31 (1H, m), 7. 54 (1H, d, J = 7. 1Hz), 

8. 08 (1H, d, J = 7. 1Hz). 

MMM 17 7. . .. . . 

25 N, N-i/xf/l.-2-^f^3fy7? Kl. 0gi4-V7/-l- 
^ f/Pf^ P^O. 7 g ^t^TI^^I 8 2 i WWlJCSiStrtf V\ 7 - ( 1 
-^^Vf^tp ^V-4 — |W) -6H-1, 6-^-7^y i?ls-5-*> 
1/10tK#»0. 4gWc o M>2 4 0 < C/^, 1 H — NMR (4 
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00MHz, DMSO-d 6 ) 6:1. 6 0-1. 7 0 (2H,. m), 1. 8 

5-1. 95 (4H, m), 2. 17 (3H, s), 2. 3 5-2. 5 0 (1 
H, m), 2. 86 (1H, d, J = 8Hz), 6. 40 (1H, s), 7. 4 

1 (1H, dd, J = 8, 5Hz), 8. 41 ( 1 H, d, J = 6Hz), 
.5 8. 8 4 (1H, dd, J = 5, 2Hz), 11. 49 ( 1 H, brs). M 

S (EI): 24 3 (M + ) 
mteW 17 8 

N, N-v^^/V- 2, 3-^f;^XT5Kl. Ogi4-*/7;- 
l-^/vtV^JJ^O. 6 gSrffiv^*c^U6«82iIBJ«fcRiSSrfirv\ 5 
io -2H->fydr/ y ^ 

-1-^-^0. 3 g£r#7c 0 jH&l 9 6 — 1 9 8°C. 'H-NMR (400 

MHz, CDC1 3 ) 8: 10. 24 (brs, 1H), 8. 

22 (d, J = 8. 1Hz, 1H), 7. 45 (d, J = 6 . 8 

Hz, 1H), 7. 31 (t, J=8. OHz, 1H), 6. 4 
15 2 (s, 1H), 3. 04 (d, J = ll. 5Hz, 2H), 2. 

5 8-2. 4 3 (m, 1H), 2. 49 (s, 3H), 2. 3 7 
(s, 3H), 2. 2 1-2. 0 7 (m, 2H), 2. 0 7—1. 

9 6 (m, 2H), 1. 9 6-1. 8 0 (m, 2H). MS (E 

I ) : 2 5 6 (M+) 
20 MMM 17 9 

N, N-^x'f^-2-xf;^yX7$ Kl. 0 g h 4-VT J - 1 ~f 

>v~ 3 - (1 -y^/vt^y i?y-4 — f/V) -2H-/fy^i)^-l- 
^O. 9 g£#fc D ®L£2 0 2-2 0 4^. 'H-NMR (40 OMHz, - 
25 CDCl,) 8 : 8. 4 0 (d, J = 7. 8Hz, 1H), 8. 
38 (brs, 1H), 7. 7 0-7. 6 0 (m, 2H), 7. 
48-7. 41 (m, 1H), 3. 00 (d, J = 11. 7 Hz, 
2H), 2. 9 5-2. 8 3 (m, 1H), 2. 32 (s, 3H), 
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2. 27 (s, 3H), 2. 15-2. 01 (m, 2H), 1. 
8 9-1. 7 0 (m, 4 H). 

mMM 18 0 

N, N-v^^A—S- {*?*?'A'T%J) -2-^f/V<yX7^ Kl. 
5 Ogi4->7y-l-^f;VtV^i;yo. 7 g %%^XM1&®I8 2 
«{C^^=fTV\ 5- &*f;\<T^S) -3- (l-^^/Ufc^y^^- 

4— r/v) -2H--ry^/!)y-i-tvo. 6 g£#fc 0 ©42 1 6- 

2 18U 'H-NMR (4 0 0MHz, CDC1 3 ) 5: 10. 
5 1 (bis, 1H), 8. 0 4 (d, J = 7. 8Hz, 1H), 

10 7. 3 4 (t, J = 7. 8Hz, 1H), 7. 25 (d, 3 = 7. 
8Hz, 1H), 6. 68 (s, 1H), 2. 99 (d, J = 
11. 5Hz, 2H), 2. 78 (s, 6H), 2. 57-2. 4 

3 (m, 1H), 2. 3 3 (s, 3H), 2. 16-1. 9 9 (m, 
4H), 1.8 8-1.7 8 (m, 2H).MS (EI): 2 8 5 (M 

16 +) 

mmm isi 

3- (i-^^t°-<iJ>?^-4— (M -2H- i-**y<<( v > 

y fc Ko77y6 OmLJCjgl^U v^^—zn; y|7i? K2 . 9mL£;&P 
^^D^T^fttS Lfc^^SlU 1, 3-^ (3- (l-^^/Vf^y 

^v-4-^r^) - 2H- 1 -ir^-y-i y*y v v-5-^/v) ^vn. 

Og^#fc e M>280 < C. 1, 3— ? (3- (1-^^/Vf^y ^V- 

25 4— ^/v) -2H-1 -^y^ry^y y^- 5 !>vti. ogi: 

2 0 %fcmtti V !7 AtK^ 1 0 m L L„ 1 0 I^IWiBjRJKS Lfc. £ 

4 -fc-CttJKUfc. * a a /JvVA : ^ * /-/V : h JJ ^9vV7 5 V= 3 : 1 : 
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7-3- S?^-4-^A0 -2H->fy^/ 

JJ 1 -j-yO. 6gS:#fc 0 M2 2 2-2 2 4t. 'H-NMR (4 
OOMHz, DMSO-d 6 ) 6: 10. 90 (brs, 1 H) , 
5 7. 3 5 (d, J = 7. 6Hz, 1H), 7. 06 (t, J = 
7. 8Hz, 1H)„ 6. 80 (d, J = 7. 6Hz, 1H), 6. 
45 (s, 1H), 5. 48 (s, 2H), 2. 85 (d, J 
= 11. 2Hz, 2H), 2. 3 9-2. 2 8 (m, 1H), 2. 
17 (s, 3H)', 1. 9 5-1. 7 8 (m, 4H), 1. 78 
10 -1. 6 0 (m, 2H). MS' (EI): 2 5 7 (M+) 

mMm 18 2 

N, N-v^fvl— 2- (2-y^n-<^^/k) ^^XTS.Kl. Ogt 

4--/7/-i-^f;vtxy^o. 6 gzm^xmmm8 2 tmm^R 

fo&ft\<\ 4- ^-;V) -3- ( 1 ^yH^y 5?^- 

i5 4-^^) -2H-fy^;yy-i-^yo. 4 g £#fc 0 it& 2 4 7 - 

2 4 9^. X H — NMR (4 OOMHz, CDC 1 3 ) 6: 8. 7 
9 (brs, 1H), 8. 43 (d, J = 6. 6, 1H), 7. 
5 6-7. 3 5 (m, 3H), 7. 3 0-7. 12 (m, 3H), 
6. 96 (d, J = 8.0, 1H), 2. 95-2. 80 (m, 2 
20 H), 2. 40-2. 28 (m, 1H), 2. 23 (s, 3H), 
1. 9 0-1. 7 0 (m, 4H), 1. 6 5 (d, J = 13. 9, 
2H). 

W&m 18 3 

N, N- v^ai^/V-5-^n a - 2 -y. fvW<yXT \ Kl. 0g£4--> 
25 Ty-l-y^/wtf^yi^o. 7gSrffiv>TH»J8 2irlRl^caSSffif 
V\ 7-^no-3- f A') -2H-> fy^f 

y yy-i-t^o. 5 g 2 53-25 5<c. ^-nmr (4 

OOMHz, DMSO-d 6 ) 5: 11. 39 (brs, 1H), 
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8. 03 (s, 1H), 7. 70-7. 6 0 (m, 2H), 6. 
40 (s, 1H), 2. 85 (d, J=ll. 5, 2H), 2. 
4 1-2. 2 5 (m, 1H), 2. 1 7 (s, 3H), 1. 8 8 
(dd, J = ll. 7, 10.2, 4H), 1.6 8-1.5 5 (m, 
5 2.H). MS (EI): 2 7 6 (M+) 
18 4 

5-tFo^>-3- (l-^^k'^y -2H-s(y* 

yvy-i -*^mmo . 8 g %m^x$m.m isst nm\z.m:^^\ 

5-tRn3r^-3- -3, 4-S^fc 

10 h*v-2H--< ))>- 1-^-^0. 1 g*#fe„I^2 1.6-2 18t. 

1 H — NMR (40 0MHz, DMSO-d 6 ) 5: 9.66 (s, 
1H), 7. 85 (s, 1H), 7. 29 (d, J = 7. 6, 1 

H) , 7. 10 (t, J = 7. 8, 1H), 6. 94 (d, J 
= 7.8, 1H), 2.80-2.6 0 (m, 4H), 2.09 (s, 

15 3H), 1. 7 6-1. 4 5 (m, 5H), 1. 4 0-1. 2 0 (m, 
3H). MS (EI): 2 60 (M+) 

mmm 1 8 5 

N, N-v^n^vi— 3-^ h^f^^/V^v'-2-^^-<^XT$ Kl. 
5gt.4- (^f;V7 5;) ^n=hJJ;H. 0 g &fflV^Tfi;!&0!l 8 2 
20 tmmzRfo&ft^ 5-^ h^i^?v^*V-3- (3-i^5vKr ^ 

y^ntvv) -2H-- ry^y y^- 4g<M#fc 0 M110 

-112°C. 'H-NMR (4 0 0MHz, CDC1,) 5: 11. 
55 (brs, 1H), 7. 99 (d d, J = 4. 9, .2. 2, 
1H), 7. 3 3-7. 2.4 (m, 2H), 6. 6 1 (s, 1H), 
25 5 . 2 8 (s, 2H), 3. 50 (s, 3H), 2. 67 (t, 
j = 6. 4, 2H), 2. 37 (t, J = 6: 1, 2H), 2. 
32 (s, 6H), 1. 8 3-1. 7 5. (m, 2H). MS (E 

I) : 2 9 0 (M+) 
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mmm 18 6 

5 - * h f 3 - ( 3 - §/^n fcVV) -2H- 

^y*/ 3g &/!^T|l;&£0!l 1 0 8 £ P^H^^VV 

5-tKD^>-3- O-^^VT^y^ntVv-) -2H- <V=¥/y 
5 y-l-tytllO. 2 5g^#fc„ 14 1-14 3^. ^-NMR (4 
00MHz, DMSO-d 6 ) 5: 11.22 (brs, 1H), 
10. 78-10. 40 (m, 2H), 7. 57 (d, J = 8. 1, 
1H), 7. 19 (t, J = 7. 8, 1H), '7. 15-7. 05 
(m, lH)i 6. 51 (s, . 1H), 3. 10-2. 92 (m, 
10 2H), 2. 72 (s, 6H), 2. 6 0-2. 4 3 (m, 2H), 
2. 10-1. 90 (m, 2H). MS (EI): 24 6 (M+) 
18 7 

N, N — 3-* h*^/ f-zv^-y- 2-/ f/V^yXT § K 1 . 

5gi:5- (i^9vVT5/) ^fy-hVsl'l. 0 g^V^HJI|^!)8 
15 2 bmmzRfc%ft\,\ 5-^ h**>*^**->-3- (4-^^^/bT 

^y^^V) -2H — (y*/])^-l-*>0. 4 g M 1 0 9 

-1 1 ltJ. 1 H — NMR (40 0MHz, CDC 1 3 ) 8: 10. 

71 (brs, 1H), 7. 99 (dd, J = 3. 4, 2. 6, 

1H), 7. 3 5-7. 2 5 (m, 2H), 6. 6 5 (s, 1H), 
20 5 . 2 9 (s, 2H), 3. 5 1 (s,. 3H), 2. 6 1 (t, 

J = 7. 3, 2H), 2. 35 (t, J = 6. 8, 2H), 2. 

25 (s, 6H), 1. 83-1. 70 (m, 2H), 1.61 

-1. 5 0 (m, 2H). MS (EI): 3 0 4 (M+) 

H3S0918 8 

25 5 ^vM"^- 3 - (4 fvVT ^ y S^/V) - 2H— T 

y^;j)y-i-tyo. 3g£j3^T«0lli o 8 £|^k&;S;£*tv\ 

- i -jri/mm.m.0 . 2 5 g &#fc 0 lift 231-233 *c. i h-nmr 
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(400MHz, DMSO-d 6 ) 8: 11. 14 (brs, 1 
H), 10. 01 (brs, 1H), 7. 56 (d, J = 8. 1\ 
1H), 7. 1 7 (t, . J = 8. 1, 1H), 7. 0 2 (d, J 
= 6.8, 1H), 6.45 (s, 1H), 2.5 2-2.3 5 (m, 
5 2H), 2. 19 (t, J = 7. 1, 2H), 2. 08 (s, 6 
H), 1. 60 (t, J = 7. 6, 2H), 1. 40 (t, J 
= 7. 3, 2H). MS (EI): 2 60 (M+) 
MM® 18 9 

N, N-^^/V-3-^ b^i^fV^^^-^/W^XT^ Kl. 
10 5 gi3- '(tr-^P^-l-^A') ^ntTahsMJ/H. lg^Xl 
j&ft)8 2 i RI«l!:S*S:fjV\ 5-^ Y^t^M^-Z- (2- (fc° 

^^y-i-^/v) ^» -2H-^y^yyy-i-tyo. 5g& 
#fc 0 5 ytristftvttis-s- (2- (t^y^-i-^) ^ 
g 1 ^) -2H-^y^yyy-i-*yo. 5 g wrUifctftJ 1 o 8 tin 

15 S6lC£&«:fifV\ 5-tf'P^-3- (2- (fcV^JJS^-l — fA') 
^/V) -2H— fy=3ry y ^-l-^O. 4 g£#fc„ M26 1-2 6 
3*10. 1 H— NMR (400MHz, DMSO-d 6 ) 5: 11. 
29 (s, 1H), 10. 51 (brs, 1H), 10. 41- 
10.00 (brs, 1H), 7.57 (d, J-7. 8, 1H), 

20 7 . 2 2 (t, J = 7. 8, 1H), 7. 10 (d, J = 7. 8, 
1H), 6. 58 (s, 1H), 3. 44 (d, J = ll. 0, 
2H), 3. 40-3. 2 3 (m, 2H), 3. 01 (t, J = 
8. 8, 2H), 2. 9 5-2. 8 0 (m, 2H), 1. 85-1. 
60 (m, 5H), 1. 4 8-1. 3 0 (m, 1H). MS (E 

25 I ) : 2 7 2 (M+) 

mmm 190 

N, N-^xf;V- 2-^f;l^<yX7 5 K5. 2 g h 4— y£V*Jl/ 

3 . 4 g &jiv vcjoMi 8 2 1 mm\zRi&&n\<\ 3 - ( 4 - e v - 
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2H- fWyy-l-tyjSttO. 1S*?&*2. Og^,g^[ 
>2 70t. a H — NMR (DMSO-d 6 ) 5: 7. 52 (1H, s ), 
7. 6 1-7. 6 7 (1H, m), 7. 7 8-7. 8 3 (2H, m), 8. 
25 (1H, d, J = 6Hz), 8. 36 (2H, d, J = 7Hz), 8. 
5 9 7 ( 2 H, d , J = 7 H z ) , 11. 9 0 ( 1 H, b r s ) . 

3- ry^/ y j'- 1 -*>4ttWfcas»Jfi2Efc 

IU 1. 8gSr#fc. :©{b^S:^f;^A7^ F4 0 m LM 
U Mt3»f;VO. 4 8mL^Btfe. »&l»T«SaSESraH8UT 

10 8 5g SriP*.yt„ R£i&T«i&RE«:«« LTgiiSfc#»# y ? AtK 

»NI LT# b*lfc2§g£ f y 7A^0vh^77^ —(-"CMS* bfc 0 

3- (I-^tVv-1, 2, 3, 6-7" h7k Ko t°y vV-4 — T^) - 

15 2H- 'fy^yy >-i-tyo. 9 6 g ^#fc„ M222-2231C. 1 

H-NMR (CDC 1 3 ) 5: 2. 4 2 (3H, s), 2. 5 5-2. 
5 9 (2H. m), '2. 6 6-2. 6 9 (2H, m), 3. 16-3. 2 
0 (2H, m), 6. 30 (1H, s), 6. 46 ( 1 H, s), 7. 4 
1-7. 45 (1H, m), 7. 50 (1H, d, J = 8Hz), 7. 5 
20 9-7. 6 3 (1H, m), 8. 33 ( 1 H, d, J = 8Hz), 9. 3 
7 (1H, b r s). 

mnm 191 

N, N— i?ZL ! f-/V— 2~?i J-JV^SXT % K 1 . 9gM -^y-^/V- 3 - 
i/7 / fcV< y 5?^ 1 . 8 g wc 8 2 i: PI«fcS«4rff v\ 3 - ( 1 
25 — <yi?/H;X)Ji?y-3 — f ,v) - 2 f V V- 1 1 . 6 

4 g&flfcfc. jft/SLl 7 6-1 7 
HJ£#] 19 2 

3- d-^v^/vt^y^v- 3-^/1") -2H-fy^;i)y-i-t 
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p^i^/VO. 6 8mL&j&P;tT2P£|fflM-C«#Lfc. ^$E£^8SLTaS 
£/«*y--/W^?U lO^M^Lfdo M^^SLTaS^^ 

**flS$'7V*9J|W-}»JJ 17^0. 3 3 g^itm^O. 1 8mL»it 
10 tftV-ftyKi? u^r hfyyj— fcTfiMKLfco ^bp*/VA : ^;-;i-= 

3- (i -^^vvtr^y i^y- 3— r/v) -2H—<ydfy jjy-i-^ 

0. 1 8 g£#fc 0 Ml 5 5- 1 5 6<C. iH-NMR (CDC 1 3 ) 5: 

1. 5 2-1. 78 (5H, m), 2. 18-2. 25(1 H, m), 2. 
15 31 (3H, s), 2. 4 5-2. 5 5 ( 1 H, s), 2. 65-2. 8- 

6 (2H, m), 6. 23 ( 1 H, s), 7. 3 6-7. 44 (2H, m), 
7. 5 5-7. 6 0 (1H, m), 8. 35 (1H, d, J = 8Hz), 1 
1. 4 0 (1H, b r s).. 

. m$&m 193 

20 N, N-i?xf/v-2-^f/W<yX75 Kl. 7gfc.l-/f^-5-«/ 
7;-l, 2, 3, 6-rh7fcKPt c y^Vl. 8g^K|»fi|8 2 
fcl^fc£jES:&fTV\ 3- (1-^^/W-l, 2, 3, 6-f F7tKPlf 

- 2H-- ry*/ y v-i-^o. i g &#fc„ jttA 

214-216U 1 H— NMR (CDC1 S ) 6: 2.39-2.47 
25 (2H, m), 2. 47 (3H, s), 2. 5 7-2. 6 4 (2H, m), 
3. 2 7-3. 2 9 (2H, m), 6. 3 2-6. 34 ( 1 H, m), 6. 
38 (1H, s), 7. 4 0-7. 45 (1H, m), 7. 49 (1H, 
d, J = 8Hz), 7. 5 9-7. 6 3 ( 1 H, m), 8. 33 ( 1 H, 
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d, J = 8Hz), 9.04 (1H, b r s). 

mnm 194 

;V^7 V\r 1 . 5 g SrJfB^Tllfcfcl 1 i R«K:Rf&«tf?V\ 3 - ( 3 - t 
5 Kn^V^/VtV^i^-l->f/W) - 2H-^V^JIy- l-^->0. 
8 g&#7c 0 M > 1 2 0°C/##|, 1 H — NMR (4 0 OMHz, DMS 
0-d 6 ) 5:2. 32 (1H, t, J = l 0Hz), 2. 50-2. 65 (1 
H, m), 2. 7 0-2. 8 0 (2H, m), 2. 93 ( 1 H, d, J = 12 
Hz), 3. 3 0-3. 4 5 (4H, m), 3. 49 (1H, d, J = 11H 

10 z), 4. 65 (1H, t, J = 5Hz), 5. 72 (1H, s), 7. 18 (l 
H, t, J = 8Hz), 7. 42 (1H, d, J = 8Hz), 7. 51 (1 
H, t, J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 10 (l 
H, br. s). MS (EI): 2 5 9 (M + ) 
HJB0919 5 

15 3-^on-2H-/fy*/P^-l-tyi. 

Kp ?vH*-<5 i>V 1 . 5 g SrEv^SSfefll 1 1 RI8ifc:»£«r?TV\ 
3- (4-^^-3 -fc Kci^v'^^/Vk^^^y- 1 --Y/V) -2H- 

-fy^y y^-i-^o. 6gWc e x h-nmr uoomhz, dm 

SO-d,) 6:0. 96 (3H, t, J = 7Hz), 2. 30-2. 50 (3 
20 H, m), 2. 6 5-2. 9 0 (2H, m), 3. 2 5-3. 6 5 (6H, m), 
4. 55 (1H, t, J = 5Hz), 5. 73 (1H, s), 7. 16 ( 1 H, 
t, J = 8Hz), 7. 40 (1H, d, J = 8Hz), 7. 49 (1H, 
t, J = 8Hz), 7. 97 (1H, d, J = 8Hz), 11. 05 (1H, 
b r. s). MS (EI): 287 (M + ) 
25 MMM 19 6 

3-^PP-2H-^y^f; Py-l-tVl. 0gi:2-t Kp^So*?" 

l tVHf^7 ^ 1 . 5 g SrffiVNTHJKW 1 £ RM*K:£&«tf?v\ 
3- (3-t Kt3^i/^^/v-4-7°atVvt 0 ^7^-l— f/W) -2H 
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-^y=¥7y^- 6g£#7c 0 M 1 5 2-1 54t, 1 H- 

NMR (40 0MHz, DMSO-d 6 ) 5:0. 84 (3H, t, J = 7H 
z), 1. 3 5-1. 5 0 (2H, m), 2. 25-2. 5 0 (2H, m), 2 . 
6 0-2. 90 (4H, m), 3. 30-3. 40 (3H, m), 3. 40- 
5 3. 5 0 (1H, m), 3. 5 5-3. 6 5 (1H, m), 4. 57 (1H, 
t, J = 5Hz), 5. 75 (1H, s), 7. 19 ( 1 H, t, J = 8Hz), 
7. 42 (1H, d, J = 8Hz), 7. 52 (1H, t, J = 8Hz), 7. 
99 (1H, d, J = 8Hz), 11. 06 (1H, s). MS (EI): 3 
0 1 (M + ) 

io mmm 197 

3 o d-2H-^ y^y y y-'i-tyi.. Ogt 1 

3- (4— O^/V-3-fc KP^^f;i/tV7i?y-i-/f;v) -2H 

— <y*; v y- 1 -*>o. 7 g £#fc 0 M 17 6- 17 71c, 2 h- 

15 NMR (400MHz, DMSO-d 6 ) 8 : 2. 27 ( 1 H, t, J = 8H 
z), 2. 54 (1H, br. s), 2. 69 ( 1 H, d , J = 14Hz), 2. 
84 (1H, t, J = 12Hz), 3. 3 0-3. 4 0 (3H, m) 3. 50 
-3. 60 (1H, m), 3. 7 0-3. 8 0 ( 1 H, m), 4. 06 (1H, 
d, J = 14Hz), 4. 69 (1H, t, J = 5Hz), 5. 76 (1H, 

20 s), 7. 15-7. 40 (6H, m), 7. 4 2 ( 1 H, d, J = 8Hz), 
7. 50 (1H, t, J = 8Hz), 7. 99 ( 1 H, d, J = 8Hz), 1 
1. 0 7 (1H, s). MS (EI) : 34 9 (M + ) 

mmm 19 8 

. 5 -/n^-3-^pp-2H-^y^; y >- 1 -^"y 1 . o g £ 2 — t 

5-7^^-3- (3 -fc Kn^/^/Vtf^v^- 1 — f^) -2H- 

-fy*y y i-^o. 8g^#t »£>2 3 oK/fffi. 

zmm 199 
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5 — -fnt— 3 - (3 - t Kn^^f/i/t 1 ^^- 1 -^/V) -2H- 

y^y y 1 -^o. 7 g^T-t Mi/1-2 omL*5«3:t*3 7%* 

/W y 1 . 4 m L fci&R U acJ^T^TK^fc^T / * h 5 9 

AO. 3 3 gfeiUWSftO. 18mLyBit MTWiMl 

ajLfcHf**rS*< y^PtVv^-^HcT^L, 5-^n^-3- (3- 

10 5g£#7c 0 M 20O-2 0 2t, 1 H — NMR (4 0 

OMHz, DMSO-d 6 ) 5:2. 12 (1H, br. s), 2. 20-2. 
30 (1H, m), 2. 24 (3H, s), 2. 63 (1H, t, J = 11H 
z), 2. 7 5-2. 8 5 (2H, m), 3. 3 0-3. 40 ( 1 H, m), 3. 
5 5-3. 6 5 (3H, m), 4. 62 ( 1 H, t, J = 5Hz), 5. 77 

15 (1H, s), 7. 09 (1H, t, J = 7Hz), 7. ,85 (1H, d , 
J = 7Hz), 8. 02 (1H, d, J = 7Hz), 11. 38 (1H, s). 
MS (E I) : 3 5 1, 3 5 3 (M + ) 

mmm 200 

20 v *s 1 . 4 g zm^xmmm 1 1 mmzRfo&m<\ 3 - ( 4 - ^ y s? 

M>2 0 0t/^j| ) 1 H — NMR (4 0 0MHz, DMSO-d 6 ) 5 : 
1. 30-1. 60 (8H, m), 1. 76 (2H, d, J = llHz), 2. 
25-2. '55 (5H, m), 2. 60 (2H, t, J = llHz), 3. 6 
25 8 (2H, d, J = 12Hz), 5. 76 ( 1 H, s), 7. 18 (1H, t, 
J = 8Hz), 7. 41 (1H, d, J = 8Hz), 7. 52 (1H, t, 
J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 07 (1H, br 
s). MS (E I ) : 3 1 1 (M + ) 
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HJfiffll 2 0 1 

2 h * *sl3 As-&—)\,7 m^/KTi? W $ KSI^ f-^^MM 1 . 0gi3 
- 1 Kn ^^>/vt*^ y 0 . 8 g Sr^TH^J 184 
??V\ 3 - (3 - t Kn^Wf /V^J 1 -{^) -2H--fy^ 

5 /!)y-l-t>0. 3 g&#7c 0 ftftl 4 3- 1 4 4<C. 

mmm 202 

2 - ^ f ^jfr/utf^/u^ W 5; KIM ^Wkfe 1 . 0 g t 3 

- (v?^ fvutf/w^^vv) tv*y >^o . 8 g &JB^-tH» 1 8 1 mm 

fc£f&*rfTV\ 3- (3- (S^^/V^/W^^/V) fcV<y^-l — (Vv) 
10 -2H-- fy^;yy-l-tyO. 3 g£#fc 0 jSu&l 8 7-1 8 8*0. 

mMm 203 

3-^0 p- 2H-- r y^y y 1 -^i. 0 g 1 2-t kp^^V- 

;v- 1 ->r yfJ-jW^y *S> 1 . 4 g SrJSv^HJtefll 1 1 H^tacS:^ 

V\ 3- (3-t Kp^^^-4— -fy^/V^7^-l-< W 

15 -2H-^y^y y 1 -^0. 8 g £#fc e i3o-i32t, 

1 H — NMR (4 00MHz, DMSO-d 6 ) 6:0. 84 (3H, d, J 
= 6Hz), 1. 6 5-1. 7 5 (1H, m), 2. 05 ( 1 H, d d, J = 
13, 6Hz), 2. 30 (1H, t, J=8Hz), 2. 40-2. 5 5 (2 
H, m), 2. 8 0-3. 0 0 (3H, m), 3. 2 5.-3. 40 (2H, m) 

20 3 . 4 0 - 3 . 5 0 (1H, m), 3. 5 0-3. 6 0 ( 1 H, m), 4. 6 
0 (1H, t, J = 5Hz), 5. 76 ( 1 H, s), 7. 19 ( 1 H, t, 
J = 8Hz), 7. 42 (1H, d, J = 8Hz), 7. 52 (1H, t, 
J = 8Hz), 7. 99 (1H, d, J = 8Hz), 11. 10 ( 1 H, s). 
MS (E I) : 3 1 5 (M + ) 

25 2 0 4 

N, N-v?xf;W-2-^f;V<yX7 5 F3. 8 2 g 33«fcTJ! 5 - 

asts.;) -<i/^y=by/v3. o 3 g^m^x^mms 2 tmm<D%mx~ 

Kfa%ft\r\ 3- [4- (i^^/vrs/) -2H-jy*;yi/ 
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-l-t^l07mg (2%) £#fc e 

1 H — NMR (CDC 1 3 ) d : 1. 5 3-1. 6 0 (2H, m), 1. 72- 

1. 79 (2H, m), 2. 25 (6H, s), 2. 12-2. 14 (2H, 
m), 2. 5 8-2. 6 0 (2H, m), 6. 26 ( 1 H, s), 7. 37-7. 

5 44 (2H, m), 7. 56-7. 61 (1H, m), 8. 33 ( 1 H, d, 
J = 8. 0Hz). 
&S60O2O5 

3 - ^no-5-7/V^-n-2H-l' y^r/ JJ V- 1 -$r>l. 0 g 2 — 

t ko 1 -* f-j^^y i?y 1 . 4 g fcn^xn^j 1 1 mm 

10 fc&JfcSrfriv 5-7?v$-u-z- (3-fc Kn^i^fvv- 4-^/1^ 
^7^-1-^^) -2H-fy^;!)y-i-tyo. 4 g ^#fc 0 it 

£ 2 16-2 17t, 1 H — NMR (4 0 0MHz, DMSO-d 6 ) 5 : 

2. 10 (1H, br. s), 2. 20-2. 3 0 (1H, m), 2. 23 (3 
H, s), 2. 59 (1H, t, J = llHz), 2. 70-2. 80 (2H, 

15 m), 3. 3 0-3. 4 0 ( 1 H, m), 3. 5 5-3. 6 5 (3H, m), 4. 
62 (1H, t, J = 6Hz), 5. 67 ( 1 H, s), 7. 17 ( 1 H, d 
d, J = 8, 5Hz), 7. 41 (1H, t, J = 8Hz), 7. 82 (1 
H, d, J=8Hz), 11. 33 (1H, s). MS (E I ) : 2 9 1 (M 
+ ) 

20 2 0 6 

2 - ^ h )Vi?s=.)V7 i=;V7t W 5 KSM iF-A&m&. 1 . 0gt3 

- (i^ ^/vr $ / ^ <?vv) tv< y o . 7 g st^tkebw 1 8 1 mm 

fc£j£<HrV\ 3- (3- (i^fvKTS /^5vi0 f^^-l — W 
-2H-^y^JJy-l-tV0. 5 g£#fCo Ml 4 1-1 4 3*0, 1 
25 H — NMR (400MHz, DMSO-d 6 ) 6:1. 02 (1H, q, J = 
11Hz), 1. 7 5-2. 00 (4H, m), 2. 00-2. 10 (1H, 
m), 2. 13 (6H, s), 2. 35 ( 1 H, t, J = llHz), 2. 66 
(1H, t, J = llHz), 3. 4 5-3. 6 0 (2H, m), 5. 72 (1 
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H, s), 7. 16 (1H, t, J = 8Hz), 7. 41 (1H, d, J = 
8Hz), 7. 50 (1H, t, J = 8Hz), 7. 97 (1H, d, J=8 
Hz), 11. 16 (1H, s). MS (EI) : 2 8 5 (M + ) 

mmm 207 

5 N, N- v^^/l— 2 , 4 — ^ ^-<^XT 5 Kl . 0 g t 4 - W / - 
1-y^VVfcV-SJ/S^O. 8 g^^TWJ8 2 il^If taS^V\ 6 

-^9vw-3- (i-^^/ut°-<y-^>-4— r/v-) -2H — ry^yy^ 

-1-^0. 8g|#fc ( |(^2 3 6-2 3 8t, 'H-NMR (4 0 0 

MHz, CDC 1 3) 5: .10. 23 (brs, 1H), 8. 
10 2 3-8. 1 9 (m, 1H), 7. 2 5-7. 2 0 (m, 2H), 

6. 23 (s, 1H), 3. 0 3-2. 9 0 (m, 2H), 2. 

51-2.. 40 (m, 2H), 2. 44 (s, 3H), 2. 32 
(s, 3H), 2, 20-1. 91 (m, 4H), 1. 90-1. 

7 0 (m, 2H). MS (EI): 2 5 6 (M+) 
15 MMM 2 0 8 

N, 5-^f;^yX7$Fl. Og£4-->T7- 

l-^^/v^y^yo. 8 g%m^xmi&m8 2 tmm^^n^\ 1 
-^^/v-3- (1 -^^;vf^y -^^-4— r/v) - 2H-^y=3fy y ^ 

-1-^0. 3 g£#fc e jft£2 3 9-2 4 It. *H — NMR (4 0 0 
20 MHz, CDCl a ) 5: 10. 50 (brs, 1H), 8. 
. 13 (s, 1H), 7. 4 5-7. 3 5 (m, 2H), 6. 28 
(s, 1H), 3. 01 (d, Jail. 4, 2H), 2. 57 
-2.41 (m, 1H), 2.46 (s, 3H), 2.35 (s, 
3H), 2. 14 (t, J = ll. 7, 2H), 2. 02 (d, 
25 J = 13. 4, 2H), 1. 8 8-1. 7 5 (m, 2H). MS (E 
I ) : 2 5 6 (M+) 
2 0 9 

N, N-i^n^/w- 2, 6-^f/^X7? Kl. 0 g H->7/- 
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-^^/u- 3- (1 -y^-/vf^y -2H-- r y=¥/ y > 

-1-^-^0. 2 g£#7c e Bb£2 0 0-2 0 2^. 1 H — NMR (4 0 0 
MHz, CDC 1 3 ) 5: 11. 33 (brs, 1H), 7. 
5 4 2 (t, J = 7. 8, 1H), 7. 29 (d, J = 7. 8, 1 
H), 7. 13 (d, J = 7. 0, 1H), 6. 23 (s, 1 
H), 2. 9 8 (d, J = 12. 2, 2H), 2. 92 (s, 3 
H), 2. 5 6-1. 9 2 (m, 1H), 2. 3 1 (s, 3H), 
2. 07 (t, J = 10. 7, 4H), 1. 8 3-1. 7 2 (m, 
10 2H). MS (EI): 2 5 6 (M+) 

^Mm 210 

N, N - 5 h ^ v-^ 5vl^3r 2-^ f/^yX7 5 Kl. 

0 g ^-v'TV-l-y^/Vfc'^y^O. 6 g £/B WCllJgP!] 8 2tm 

7-? y^>^^m^>-3- (i-^^f-<y^^ 
15 -2H-^fy^;yy-i-t'yo. 6 g &#fco R^c 2 0 0 

-202t. 'H-NMR (4 00MHz, CDC1 3 ) 6: 9. 
86 (brs, 1H), 7. 92 (d, J = 2. 7, 1H), 7. 
43 (d, J = 8. 8, 1H), 7. 32 (d d, J = 6. 1, 
2. 4, 1H), 6. 27 (s, 1H), 5. 26 (s, 2H), 
20 3. 4 8 (s, 3H), 3. 02 (d, J = ll. 2, 2H), 
2. 5 0-2. 3 8 (m, 1H), 2. 36 (s, 3H), 2. 
2 1-2. 08 (m, 2H), 2. 0 6-1. 9 5 (m, 2H), 
1. 8 9-1. 7 5 (m, 2H). MS (EI): 302 (M+) 

mmm 211 

25 7-7* f^^^/^=3r->-3- (l-/.^Vfc^!) v\y-4--f/V) -2 

H-^fy^y v y-i-*yo. 4 gteB^rmMmi o 8 £ 

fTW-fc Ka^v--3- (l-y^/ut^y v^-4— f/v) -2H-- f 
y=3r/ y y-l-tyMIO. 3g^#fcoii2 8 4-2 8 6lC. X H- 
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NMR (4 0 0MHz, DMSO-d 6 ) 6:11. 11 (brs, 1H), 
10. 46 (brs, 1H), 9. 87 (s, 1H), 7. 50- 
7. 44 (m, 2H), 7. 14 (dd, J = 5. 9, 2. 7, 
1H), 6. 23 (s, 1H), 3. 47 (d, J = ll. 7, 
5 2H), 3. 0 6-2. 9 1 (m, 2H), 2. 7 4 (s, 3H), 
2. 62 (t, J = 12. 0, 1H), 2. 14 (d, J = 13. 
4, 2H), 1. 9 3-1. 7 9 (m, 2H). MS (EI): 2 
5 8 (M+) 

mw\ 212 

10 3-^an-5-^f/l'-2H — f y 3V V >- 1 -^3 . 0 g k (S) 

-2-t KD^ri/^^/p^^^^s. o gzm^xm-fcmi tmmzfcfe 

£?TV\ (S) -3- (3-t FP^Wf;H^'<7^-l--i/l') -5- 

^f/w-2H-Yy^/!)y-i-ty3. 4 g £#fc e (s) -3- (3- 

t Fp ^r«>^ f ;l/tV7 1 -^/i.) -5-^f;V-2H-^y^7JJ 
15 >-l-3rUZ. 4 g&Ti? h= h V^6 OmL*5j;t^3 7%*;WJ) 

»7. 4mLC^l, 7K^TT'zK^bVT/^!7^fy !>A2. 6g 

<r**s 9 a« u y * <7M"# 7^f^h^7 ^ -tetan* 

^ y7°n tVl-x-f ;l>tt^U (S) -3- (3-t 

4-^f;n:V7i;y-i-^/v) -5-^f^-2H-^fy^/ y^-i 

-tV2. 1 g MM 1 84 — 1 8 6*0, 'H-NMR (40 0MH 
z, DMSO-d 6 ) 5:2. 11 (1H, br. s), 2. 2 0-2. .3 0 
25 (1H, m), 2. 23 (3H, s), 2. 38 (3H, s), 2. 57 ( 1 H, 
t, J = 10Hz), 2. 70-2. 8 5 (2H, m), 3. 30-3. 40 
(1H, m), 3. 5 0-3. 6 5 (3H, m), 4. 61 ( 1 H, t, J = 
5Hz), 5. 62 (1H, s), 7. 08 ( 1 H, t, J = 8Hz), 7. 
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38 (1H, d, J = 8Hz), 7. 86 (1H, d, J = 8Hz), 11. 
17 (1H, s). MS (EI): 2 8 7 (M + ) 

mnm 213 

N, N-^xf;V-2-^f;^yX75 Kl. 5gi4- (fny^- 
5 1— f/^)^n=hy/H. 1 gSr^v^«^J8 2iRI»cS^^fTV\ 
3- (3- (tfriP??y-i->f/i/) T'oi^/V) -2H-- ry=¥/ y ^- 1 

-^0. 2 g£#fc 0 Ml 1 7-1 1 9<C. 
HJfcfll 2 14 

3, 5-^oo-2H->fy^i)y-i-tyi. o g ii-^f;i — 

10 2 - 1 Kn^-^ v 5 ^ 1 . 4 g ^m^xmmm 1 £ Pi«ics*ssr 

l-^f^) -2H-^y^;yy-i-t>o. 5 g r#fc e 212 

-2 1 4tJ, 1 H — NMR (4 0 0MHz, DMSO-d 6 ) 8:2. 11 (1 
H, br. s), 2. 20-2. 30 ( 1 H, m), 2. 24 (3H, s), 2. 

15 6 2 (1H, t, J = llHz), 2. 7 5-2. 85 (2H, m), 3. 3 
0-3. 40 (1H, m), 3. 55-3. 70 (3H, m), 4. 64 (1 
H, t, J = 5Hz), 5. 79 (1H, s), 7. 16 ( 1 H, t, J = 8 
Hz), 7. 69 (IH, d, J = 8Hz), 7. 98 (IH, d, J = 8 
Hz), 11. 40 (IH, s). MS (EI): 3 0 7, 3 0 9 (M + ) 

20 mMM2 16 

N, N-i^xf ;V- 2 - ^ f yV^yXT 5 K3. 82g£5,3:tM- (fcJ^y 
^> — 1 — T/J^) ^ta=by/V3. 6 5 g*ffiV^T^jfe^j8 2fclH3&<D# 
8cT?K&«tfrV\ 3- [3- (^y^-l-^/W) ^nfcW] -2H- 
^y=¥y yy-1-^-^3 2 6mg (6%) 
25 *H — NMR (CDC 1 3 ) d : 1. 5 2 (2H, m), 1.8 7 (6H, m), 
2. 51 (6H, m), 2. 6 9-2. 7 2 (2H, m), 6. 27 ( 1 H, 
s), 7. 3 9-7. 46 (2H, m), 7. 5 8-7. 6 2 ( 1 H, m), 8. 
35 (IH, d, J = 8. OHz), 11. 98 (IH, m). 
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nH&m 2 17 

N, n -i*x?vv- 3-* V ^io* ^-jvir^-y- 2-/ ^yX7 5 K 1 . 
5gi4- (t°o y l — t)V) y^n^hy^l. OgSrfflV^X^JS 

All 8 9 kmmfcfcfo%?f\,\ 5-tFn3ri/-3- (3- (^V^y- 

5 r-^/v) -fv\??v) -2H-jy*; yy-i-*>o. 2 g ^#fc„ it 

- j^22 2-22 5t. 
Hj®^ 2 18 

N, N-^?vU-2, 3-^f;^X7$K8. 20g*5J;t^3- (If 

^y^>--l— T/V) 6 3 s^B^XMMM8 2tm 

io a^sreas&^T^ 5 3- [2- (t^y-^^-i— r/w) 
^^/v] -2H-^y^y yy-i-^y^4iomg (4%) #fc 0 

1 H — NMR (CD C 1 3 ) d : 1. 52-1. 57 (2H, m), 1. 6 9- 
1. 77 (4H, m), 2. 48 (3H, s), 2. 5 0-2. 5 3 (4H, 
m), 2. 6 7-2. 6 9 (4H, m), 6. 30 (1H, s), 7. 28-7. 
15 3 1 (1H, m), 7. 4 1- 7. 4 4 (1 H, m), 8. 2 3 (1H, d, 
J = 8. 1Hz), 11. 47 (1H, m). 

mmm 219 

N, N-^xf ;u- 2 - ^ f /^y/T $ K 3 . 82g*5iU«3- (tV^U 
i^-l-V W /nt"t-by^3. 3 2 g&R^XmMM 8 2 tm%i<o 
20 ;£feT'£OS<HTV\ 3- [2- (t°-<y -2H- 
. y^f-y y V-l -*y*r 1 5 lmg (3%) 
1 H— NMR (CDC 1 3 ) d :.l. 5 1-1. 5 6 (2H, m), 1. 69- 
1. 7 7 (4H, m), 2. 5 3 (4H, m), 2. 6 7-2. 7 1 (4H, 
m), 6. 19 (1H, s), 7. 36-7. 43 (2H, m), 7. 55-7. 
25 6 1 (1H, m), 8. 3 4-8. 3 7 (1H, m), 11. 5 1 (1H, m). 
2 2 0 

N, N-v^9v^-2-y-?vW<;yXT^ K3. 8 2 g^it^3- (t°n ]) 
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*fe-e»S*ffV\ 3- [2- (tftay^-l-^/V) oc^vi/] -2H- 
^y=Sry py-l-*XSrl 8 6 m g (4%)#7t 6 
1 H — NMR (CDC 1 3 ) d : 1. 95 (4H, m), 2. 85-3. 01 (8 
H, m), 6. 29 (1H, s), 7. 3 8-7. 46 (2H, m), 7. 5 7 
5 -7. 64 (1H, m), 8. 34 ( 1 H, d, J = 8 . 1Hz), 11. 4 
4 (1H, m). 
HM2 2 1 

N, N-i?ac^-2, 3-^f^X7§ K4. 1 Og^it^S- (tf 

vy&is-i-jA') 7vt°jr-hv^2. 9 8 s &m^xmMM8 2 km 

io «©;fr&-e£&«:fTV\ 5-^^-3- [2- (tP?^-i-/f;i/) 
:x.?vl/] -2H-^y^y!)y-l-M52m g (0. 4%) #fc e 
'H-NMR (CDC 1 3 ) d : 2. 19 (4H, m), 2. 5 2 (3H, s), 
3. 29 (4H, m), 3. 50 (4H, m), 6. 63 (1H, s), 7. 3 
3-7. 39 (1H, m), 7. 49 ( 1 H, d, J = 6. 8Hz), 8. 1 

15 7 (1H, d, J = 7. 8Hz). 
2 2 2 

N, N-v ? ni^/V-2, 3-^fMVX7§ K5. 6 4 g *3 < tt^4 - (t° 

pyi?y-i-^) ^n=hy/v4. 6 2 g^ffiv^HJSfds 2 fcRHK 
©#$feT?£JfcSrfrv\ 5-^^-3- [3- (t°n y -f 
20 p tVW-l-^T/V] -2H-^y^y y ^-l-^-y^:4 5 3mg (6%) 

'H-NMR (CDC 1 3 ) d : 1. 8 5-1. 9 9 (6H, m), 2. 50 (3 
H, s), 2. 6 0-2. 76 (8H, m), 6. 35 (1H, s), 7. 27 
-7. 32 (1H, m), 7. 43 ( 1 H, d, J = 6. 8Hz), 8. 22 
25 (1H, d, J = 7. 8Hz), 12. 06 (1H, m). 
J&ffiftl 2 2 3 

3 —7 5 / — 1 , 5-i?tKn-3- (4-k°y^/v) \fy^/n [4, 3- 
c] W*?>-4-*->'2. 2 giSitfyvfifcS. 3 g&7k4 0mUO« 
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U fttfsTX-Wtmi' h VV & (0. 7 3 g) **gS«2niLS:«TLfc 0 W 

5 5-i?tKP-6- (4-t°y^/V) tf7^o [4, 3- 

c] t e y 5?^- 4 2g£#7t 0 *H— NMR (DMSO-d 6 ) 
5:6.95 (1H, s), 7. 78 (2H, d, J = 6Hz), 8. 16 (l 

H, s), 8.6 7 (2H, d, J = 6Hz). 

I, 5-i?tKf-6- (4-^\?Vi?M fy^/n [4, 3-c] 

10 -4-^0. 4 2 g 5r^»J 1 9 0 i ^^fe-CSJS^V\ 1, 5- 
(1-y^vv-l, 2, 3, 6— r h7t Kn t°!Ji?^-4 
-^/U) b^^C! [4, 3-c] fc°i; v ? ^-4-^->'0. 13g&#fc 0 1 
H-NMR (DMSO-d 6 ) 5:2. 27 (3H, s), 2. 40-2. 5 
4 (4H, m), 6. 36 (1H, s), 6. 44-6. 4 9 ( 1 H, m), 8. 

15 01 (1H, s), 10. 48 (1H, brs). 
MMM 2 2 4 

N, N, N, N-T b7^f^-2-^f;W V79;\>T% K9. 6 g t 4 

-^Ty-i-^f/^y^s. i g^i/^xnjSM8 2tmm^K!t 

SrffV\ N, N--^^/W3- (l-y^A-tf-^y^V- 1-lVV) -2 
20 H- 1 -^"^y^y^y U ^-5-^/V^lJ-$ Kl/47fc#»7. 4g 

£r#7c 0 1 H — NMR (CDC 1 3 ) 5:1. 7 0 — 1. 9 2 ( 2 H, m), 1 . 

95-2. 12 (4H, m), 2. 35 (3H, s) N 2. 4 4-2. 5 6 (1 

H, m), 2. 83 (3H, s), 2. 9 5-3. 06 (2H, m), 3. 22 
(3H, s), 6. 27 (1H, s), 7. 46 (1H, t,.J = 8Hz), 7. 
25 5 7 (1H, dd, J = lHz, 7Hz), 8. 41 (1H, ddd, J = l 

Hz, 2Hz, 8Hz), 10. 37 (1H, brs). MS (EI): 313 
(M+). 

HJfefll 2 2 5 
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^f;WW7=Kl 5. 0 gfci?^ V3->3^y2 0 OmL*5j:ll!x^; 

*y-/V5 : 1*5±V4 : l«W#*fe*iT^;MHitt©*tt* (A) & 2 . 
Og, (B) £4. 1 gMfeaxUfc. 

10 ffitfttWHttfr (A) 'H-NMR (CDC 1 3 ) 8:1. 43-2. 24 (l 
3H, m), 2. 40-2. 4 8 (1H, m), 3. 02-3. 18 (2H, 
m). 

ftiitt0A&# (B) 'H-NMR (CDC 1 s ) 6:1. 35-1. 53 (2 
H, m), 1. 6 8-2. 2 5 (8H, m), 2. 3 2-2. 44 (1H, m), 
15 3. 0 3-3. 1 4 (3H, m). 

N, N-v^^/v-2, 3-^f;^X75Fl. 4gM-i/7;t 
* * fc Ku >f V K P i?y©ffillttOfttt» (A) 0 . 7 5 g SrfflV^-C^JS^J 

8 2£EI«K:£aS&f7V\ 5-y^-3- (^^fc Ko^^KU^- 

7 — r^) -2H-- r y^y y y-i-^yz/AAm^o. 2 g*#fc. 

20 'H-NMR (DMSO-d 6 ) 8:1. 32-2. 25 (11 H, m), 2. 
47 (3H, s), 2. 49-2. 61 (1H, m), 2. 9 7-3. 2 5.(2 
H, m), 6. 35 (1H, s), 7. 28 ( 1 H, t, J = 8Hz), 7. 4 

9 (1H, d, J = 7Hz), 8. 00 ( 1 H, d, J=8Hz), 11. 1 
4 (1H, brs). MS (EI): 2 8 2 (M+). 

25 £t)fe0H 2 2 6 

N, N-v ? y^7W-2, 3-^f;W<yX7 5Kl. 4gi7-y7/t 

^ ^ t Kp y K !J y y o«o W (B) o. 7 5g^fflvN-cHJIM 

B 2 tmmzRfo*^ s 5-y^/V-3- (t^^tFo-{yK!)^y- 
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'H-NMR (DMSO-d 6 ) 6:1. 30-2. 2 5 (1 1H, m), 2. 
47 (3H, s), 2. 4 9-2. 6 5 (iH, m), 2. 92-3. 21 (2 
H, m), 6. 3 5 (1H, s), 7. 2 8 ( 1 H, • t , J = 8Hz), 7. 4 
5 9 (1H, d, J = 7Hz), 8. 00 ( 1 H, d, J = 8Hz), 11. 1 
4 (1H, brs). MS (EI) : 2 8 2 (M+). 
%m \ 2 2 7 

N, N-v^fvV-3- (l-^/Vfc^yi^-l-'f/l-) -2H-1- 

^y^y^;yy-5-*/^>t$ F5. 4 g&}&&&i oomLic^t 

Mx.xmmvtcm^m^.u 3- a-^/n^y^-i— r^o - 

2H-i-j-*y<<( y*; y y- 5 /vi$ymmm&%Wzo 'h-nmr 

(DMSO-d 6 ) 8 : 1. 80-2. 01 (2H, m), 2. 10-2. 2 
4 (2H, m), 2. 7 6 (3H, s), 2. 9 5-3. 11 (2H, m), 3. 
15 20-3. 31 (1H, m), 3. 24-3. 57 (2H, m), 7. 36 (1 
H, s), 7. 52 (1H, t, J = 8Hz), 8. 28 ( 1 H, dd, J = 
2Hz, 8Hz), 8. 40 ( 1 H, d, J = 8Hz), 10. 51 (1H, 
brs), 11. 58 (1H, brs), 13. 25 ( 1 H, brs). 
MMM 228 • 

20 N, N-i/^^/V-2, S-^f/V^yXTUM. 1 0 g&itM- (fc° 

^y^-i-^/p) ^P=hy^3. 6 5 g&H^xmM&is 2 tmm 
<D%mx%.m&ft],\ 5-*<?-jv- 3- [3- (t°-<y v^^-i-^/v) y 

PfcV.k) -2H-^y^;!)i — l-t^l96mg (4%) #7t e 
'H-NMR (CDC 1 3 ) d : 1. 5 5-1.5 6 (2H, m), 1. 80- 
25 1. 9 0 (6H, m), 2. 3 9-2. 4 3 (6H, m), 2. 49 (3H, 
s), 2. 6 8-2. 73 (2H, m), 6. 33 (1H, s), 7. 26-7. 
28 (1H, m), 7. 42 ( 1 H, d, J = 7. 3Hz), 8. 23 (1H, 
d, J = 8. 4Hz). 
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£Mm 2 2 9 

N, N-i^if 2 - ^ f /^yX7 $ K3. 8 2 gj4J;tF2— S?^^-/u 
/T*fe h= hy/^2. 0 2 g£/B^-CH;8SM8 2 kmffi(Djj 

frv\ 3- ('^w?;) ^f/v-2H-^y^f; yy-i-x-y&i . 

5 2 0 g (3 2%) &#fc 6 

J H-NMR (CDC 1 3 ) d : 2. 2 9 (6H, s), 3. 3 6 (2H, m), 
6. 32 (1H, s), 7. 4 2-7. 4 9 (2H, m), 7. 60-7. 6 
6 (1H, m), 8. 3 8 (lH, d, J = 8. 4Hz), 9. 2 2 (1H, 
m) . 

io mmm 230 

N, N - i^xf ;v- 2 - ^ f ;W<yX7 U' 3 , 8 2 g&itf 
^7^y-l — T/W T^h-hy/V3. 3-4g&ffilvrHJS0!l8 2fcRI 
«©;fr«fc*T»Kja:fcfTV\ 3- [(4-;<?vH^<7v?^-l->f/V) ;*9vv] 
-2H-fy^;!)y-l-ty|rl. 83 g (3 6%) £r#fc 0 
15 'H-NMR (CDC1 3 ) d:2. 31 (3H, s), 2. 51-2. 54 (4 
H, m), 3. 44 (2H, m), 6. 35 (1H, s), 7. 42-7. 49 
(2H, m), 7. 60-7. 66 ( 1 H, m), 8. 37 (1H, d, J = 
8. 1Hz), 9. 13 (1H, m). 
$mM2 3 1 

20 N, N-^xf/i,-2-^f/V'<yX7^ K3. 8 2 g^<tt/N-v/T/pt 
fTUtf^JJ v?^2. 9 8 g&JSWCglJfefllS 2 fc|3«l©*jSfetfSjS*m\ • 

3- (t^y -2H-^ry=3f-y y ^-1-^4-2. 03 g (4 

3%) &#fc 0 

'H-NMR (CDC1 3 ) d : 1. 46-1. 64 (6H, m), 2. 40- 
25 2. 4 3 (4H, m), 3. 3 7 (2H, s), 6. 3 1 ( 1 H, s), 7. 4 
1-7. 48 (2H, m), 7. 5 9-7. 6 5 (1H, m), 8. 37 (l 
H, d, J=7. 6Hz), 9. 24 ( 1 H, m). 
2 3 2 
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3- [frMy *^>V] -2H-^y^y^-i-ty^ 

1 . 3 8 g (29%) £#fc c 
5 1 H — NMR (CDC 1 3 ) d : 2. 4 9-2. 5 3 (4H, m), 3. 4 3- 
3. 4 7 (2H, m), 3. 7 2-3. 7 6 (4H, m), 6. 3 5 ( 1 H, 
s), 7. 43-7. 49 (2H, m), 7. 61-7. 67 ( 1 H, m), 8. 
36 (1H, d, J = 9. 9Hz), 9. 12 (1H, m). 
%m\ 2 3 3 

10 N, N-^if;V-2-^fMyX7 5 K3. 8 2 g & ±T* (*^- tT«< y 

fe-e^£frv\ 3- [(*^i:°^y-^^-i— r^) ^^/v] -2H-^y 

^yj)y-l-M2. 54 g (5 0%) 

1 H — NMR (CDC 1 3 ) d : 1. 6 2-1. 6 5 (8H, m), 2. 6 3- 
15 2. 6 5 (4H, m), 3. 5 2-3. 54 (2H, m), 7. 24 (1H, 
s), 7. 41-7. 47 (2H, m), 7. 5 9-7. 6 5 (1H, m), 8. 
38 (1H, d, J = 7. 9Hz), 9. 25 ( 1 H, m). 

$mw 234 

N, N-^if ;V r 2 - ^ f /V<^X7 5 K 3 . 8 2 g^.tTJ«4- (*^fc° 
20 f/u) -^n=HJ/i/3. 9 9 gfc/BVvr|9ttl8 

©jfrft-eKJfc&frVV 3- [3- (^f^U^-l-^f/V) ^ntW] 
-2H — V >-l-Jr>*2. 12g (38%)#fc 0 
1 H — NMR (CDC 1 3 ) d: 1. 56-1. 84 (11 H, m), 2. 54 
-2. 58 (2H, m), 2. 6 5-2. 7 6 (5H, m), 6. 23 (1H, 
25 s), 7. 3 6-7. 4 4 (2H, m), 7. 5 5-7. 6 1 (1H, m), 8. 
35 (1H, d, J = 7. 8Hz), 11. 84 (1H, m). 

mtmz 3 5 

3- (tv<y s^-4— f/v) -5-yf/w-2H-^y^;!)y-i-t 
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ISO. 7 3 gfcJ;^/V77 5 K0. 3 2 g&l, 3 

4mUmmU 13 0tt6WPWUfc. M 

5 3- ( 1 -7^77*^ A'^P 4 -5-*fvV-2 

H-jy*;y>-i-*>i/4fcttimo. 5 7g«r#fc. 'h-nmr 

(DMSO-d 6 ) 5 : 1. 6 8- 1. 8 4 (2H, m), 1. 94-2. 0 
5 (2H, m), 2. 4 7 (3H, s), 2. 5 1-2. 6 0 (3H, m), 3. 
5 6-3. 6 5 (2H, m), 6. 38 (1H, s), 6. 70 (2H, s), 
10 7. 2 9 (1H, t, J = 8Hz), 7. 49 (1H, d, J.= 7Hz), 8. 

00 (1H, d, J = 8Hz). 11. 17 (1H, brs). 

&mm 2 3 6 

3-^oo-5-^f/l'-2H-^y^^-l-^l. Oebl-* 
^;V\f^y^-2-^rV2. 0 g %R^X$$8M 1 fclnM$K:KJ&t:firV\ 

15 3- (4-^f/W-3-^y^7^~l-^^) - 5 -^f/U-2H 
-^fy^yy-l-tyi/lO*#»0. 7gSr#fce 1 H-NMR (D 
MSO-d 6 ) 6:2. 4 1 (3H, s), 2. 9 0 (3H, s), 3. 37- 
3. 52 (4H, m), 3. 81 (2H, s), 5. 68 (1H, s), 7. 1 
2 (1H, t, J = 8Hz), 7. 40 (1H, d, J = 6Hz), 7. 90 

20 (1H, d, J=8Hz), 11. 2 1 (1H, brs). MS (E I ) : 2 7 

1 (M+). 

$&m 237 

3- (tf^y 2^-4-tvv) -5-^^/v-2H-^y= 3 r7 y ^-1-^- 

^6. 3 g, S^«7»2*5ftl4&6. 6 g *5«tt5M«7- h P ? A 3 . 6g& 



183 



WO 02/094790 



PCT/JP02/04995 



-5-^f/i'-2H — fy=3r/ V y- l-ty7. 0 g£H^7 OmLICi 
m U TfC^TT&g&fc 6 . 7 g -IrflB ^fc 6 £J£» 1 0 0 <Ct? 3 B#»f&S 

A : * $ J : 1 ^ffl^^MLT#^tb7tM^^^^/VT^U, 

3- (i -T? y t°-<y -^^-4— r/u) -5-^f;v-2H-^y^y 

10 >--l-^"^4. 6g£#7t 0 1 H — NMR (DMS O- d 6 ) 8 : 1 . 67 
-1. 90 (4H, m), 2. 05-2. 16 (2H, m), 2. 34-2. 
43 (1H, m), 2. 46 (3H, s), 3. 02-3. 10 (2H, m), 
3. 44 (2H, brs), 6. 34 ( 1 H, s), 7. 29 (1H, t, J 
= 8Hz), 7. 49 (1H, d, J = 7Hz), 7. 99 ( 1 H, d, J = 

15 8Hz). 11. 23 (1H, brs). MS (EI) : 25 7 (M+). 

mMm 2 3 8 

3- (i-7^;t^y^-4-^) -5-y^-2H-^y^y V 
y-i-*yo. 7 7 g ^t°y^yiomLMu Tmy-emttfy 

XjV*-,vo . 2 8 mL frffiTLfro RJ&mT&fcl&mz* : £Mx.X? n o 
20 A - ^ * / -^-a-^-Cttffl Lfc. v' 17 A -Zftmk «&: 

: *?;-/V3 0 : 1 ^W^-^^L^btufc^A^^ 

9vvxi5fci£U 3- (l- (y ^^/^=^T5: y) t^y-^y-4-^ 

/V) -5-^f;W-2H-'fy^; y 5 5 g£#7t e 'h- 

25 NMR (DMSO-d 6 ) 5:1. 79-1. 91 (4H, m), 2.4 7(3 
H, s), 2. 5 1- 2. 5 4 (1H, m), 2. 5 5- 2. 6 9 (2H, m), 
2. 93 (3H, s), 3. 15-3. 23 (2H, m), 6. 37 (1H, 
s), 7. 29 (1H, t, J = 8Hz), 7. 49 ( 1 H, d, J = 7Hz), 
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8. 00 (1H, d, J = 8Hz), 8. 21 ( 1 H, s), 11. 11 (1 
H, br s). MS (EI): 3 3 5 (M+). 
mH&m 2 3 9 • 

3- (1 -7S/fcV<y -5-^.f/V-2H-' (V*J V 

$mm 2 3 8 1 mmz%j&%ft v\ 3 - ( 1 - h y r-t vr * ; t° 

<<y^>— 4— iVV) -5-^^-2H-^y^7J)>-l-^0. 6 
. 7 g J H-NMR (DMSO-d 6 ) 5:1. 7 9-2. 0 0 (4H, 

m), 2. 4 8 (3H, s), 2. 5 1-2. 5 8 ( 1 H, m), 2. 7 1-2. 
10 8 3 (2H, m), 3. 02-3. 12 (2H, m), 6. 3 9 (1H, s), 
7. 29 (1H, t, J = 8Hz), 7. 49 (1H, d, J = 7Hz), 8. 
00 (1H, d, J = 8Hz), 10. 44 (1H, s), 11. 14 ( 1 H, 
b r s). MS (E I) : 3 5 3 (M+). 

mmm 240 

15 N, N-^xf;l,-2-^f;W<yX75 F3. 8 2 g fej: 3 - (*^& fc° 
^y^-l-^/P) hV*3. 6 5 g £J3^-CH«J 8 2 t ^ 

m<Djjmx~fcjfo%ft\,\ 3- [2- oa^t^y 

-2H-^y=3r;!)y-l-ty^3 5 3mg (7%) #fc e 
1 H — NMR (CD C 1 3 ) d : 1. 60-1. 61 (7H, m), 2. 6 1- 
20 2 . 6 5 ( 2H, m), 2. 7 4-2. 8 6 (7H, m), 6. 18 ( 1 H, 
s), 7. 3 6-7. 4 0 (2H, m), 7. 4 6-7. 5 8 (1H, m), 8. 
35 (1H, d, J = 7. 8Hz), 11. 78 (1H, m). 
%Wfr\ 2 4 1 

2-t Fn^fWU-4->f;i'-l-^^yi 6. 3 g&XXfmk 
25 p- Y?V=c-S7.?Vfc~;Vl 9. 6 g^TK^b^h y !>i^7X^ (8. 7g/ 
12 7mL) 5 0tf3WLt &£M\^t ^VWiim 
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1 H— NMR (DMSO-d 6 ) 5:2. 42 (3H, s), 4. 20 (2H, 
s), 7. 37 (1H, t, J = 8Hz), 7. 50 (1H, d, J=8Hz), 
7. 76 (1H, d, J=8Hz), 13. 28 (1H, brs). 

tc 0 »7h7t OOmLtiffU zlC#!lTT-2 8 

10 fflLfc*£ft*w»w 3-r$/-5-^^/v-2H-^y^f/y y-i - 

^-^9. 4g|-#fc e 

*H— NMR (DMSO-d 6 ) 6:2; 28 (3H, s), 5. 46 (1H, 
s), 5. 60 (2H, s), 6. 88 (1H, t, J = 8Hz), 7. 27 (l 
H, d, J = 8Hz), 7. 78 (1H, d, J = 8Hz), 10. 63 (1 
15 H, brs). 

3-75/-5-^f^-2H-^y^f/!Jy-l-^yO. 87g, N, 
N-^fyWT^/^y^ylitO. 9 1g5rfy^y2. OmL&itf 
I{^fVy2 0mL|I«^ WC2-^np-l, 3-^^ 
•^^/y = 7A^aU Ki. lgSrin&fc. £j£i|*7au 5£M^nn 

m^r > $ ^mmmm*m% lt# bMtjm* #a>* 

n-7 fcTttSlU ^onsM'A : ^/-A^SO : 1«EW^ 

y^/ y >-3-hvv) -2- (5?^^r§y) rt^n'o. 5 g ^# 

25 ito 'H-NMR (DMSO-d 6 ) 5:2. 3 1 (6H, s), 2.4 1(3 
H, s), 3. 12 (2H, s), 7. 04 ( 1 H, s), 7. 22 (1H, t, 
J = 8Hz), 7. 48 (1H, d, J = 8Hz), 7. 96. ( 1 H, d, J 
= 8Hz), 10. 11 (1H, brs), 11. 40 (1H, brs). MS 
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(EI): 2 5 9 (M+). 
Hffiftl 2 4 3 

3-7$/-5-^f;i/-2H-^y^;yy-i-t>'0. 87gi3- 

r^r * a-vawow* i . o g zft^xmmm 2 4 1 1 m 
5 ^tSiS^vN- (5 2H- 1 -^-^y-r py- 3-^ 

/V) -3- yp^7 5F0. 4g^#fc 6 1 H-NMR 

(CDC 1 8 ) 5 : 2. 4 3 5 (6H, s), 2. 44 3 (3H, s), 2. 5 

0-2. 55 (2H, m), 2. 66-2. 71 (2H, m), 5. 79 (1 

H, s), 7. 22 (1H, t, J = 8Hz), 7. 38-7. 41 (1H, 
10 m), 8. 20 (1H, d, J = 8Hz), 11. 62 (1H, brs), 12. 

6 2 (1H, brs). MS (EI) : 2 7 3 (M+). 

mnm 244 

3- .(l-7^t^P^-4-^;W) -5-^f/V-2H — V 

0 g*mmm8 2tmmz.m%&)* s 3 L Mk*ft^3- (1 

15 - i^^ f ;V7 § / i) v^y- 4 - 5 - ^ f 2 H-^f y ^ / J) 

y-l-*>0. 3g£r#fc 0 J H-NMR (DMSO-d 6 ) 5:1. 6 1 
-1. 87 (2H, m), 1. 9 0-2. 0 0 (2H, m), 2. 29 (6H, 
m), 2. 3 0-2. 4 0 (3H, m), 2. 4 6 (3H, s), 2. 9 3-3. 

02 (2H, m), 6. 34 (1H, s), 7. 28 ( 1 H, t, J = 8Hz), 
20 7. 49 (1 H, d, J = 7Hz), 7. 99 (1H, d, J=8Hz). 1 

I . 2 3 (1 H, brs). MS (E I ) : 2 8 5 (M+). 
3U6092 4 5 

3-7$y-5-yf;>-2H — f y*; yy- i-^-^o. 8 7 g 1 4- 

^/vr ?y) ^ ^Mfctm* i . i g zm^xzmm 24it ^ai- 
25 gj&fcfi^N- (5 -y f/v- 2 h- i - t^y-r y^y y 3 -^/v) 

-4- (v^yW^y) ^X7.§KO. 5g*#fc. X H— NMR (CD 
C 1 3 ) 6 : 1. 8 3-1. 9 2 (2H, m), 2. 42 (3H, s), 2. 4 

3 (6H, s), 2. 54-2. 6.3 (4H, m), 5. 76 ( 1 H, s), 7. 
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20 (1H, t, J = 8Hz), 7. 39 ( 1 H, d, J = 7Hz), 8. 2 
.0 (1H, d, J = 8Hz), 11. 81 (1H, brs), 12. 79 (1 

H, brs). MS (E I) : 2 8 7 (M+). 
mMM2 4 6 

5 3-T$y-2H-^ydf/y^-l-^^0. 8g£4- 

y ) >mmm 1 . 1 g &jbv>thj&0!I 24U naiicsAtrff v>n - 
(2H-i-t^y-fy^;p^-3— r;v) -4- (s^^a-t^./) :/ 

*^TS KO. 6 g£#fc 0 1 H — NMR (CDC 1 8 ) 8:1. 8 2-1. 
9 0 (2H, m), 2. 4 1 (6H, s), 2. 5 3-2. 6 6 (4H, m), 
10 5. 6 8 (1H, s), 7. 2 5-7. 3 7 (2H, m), 7. 54 ( 1 H, 
t, J = 7Hz), 8. 32 (1H, d, J = 8Hz), 11 . 86 (l'H, 
brs), 12. 68 (1H, brs). MS (EI) : 2 7 3 (M+). 
HJfefll 2 4 7 

N- ( t fvW) -N-^ ?Vloi^V^v>T 5^14. 

15 2gilf 6. 3 g£^/-A-2 0 Om«U ac»T"C2.-^ h * 
^/^'^7x^7t h^f* KSM?vM£ife£l 6 gilriPxfc 0 

*s«-e^Lfc„ mntrMK^y «>A-c«jfcu «^^ufc 0 ass 

20 -/HO : l^ffl^^LT^fmb/c^ H B B ^»U 3- (2- (N- (t 
-:/h*S/';&;V#=/V;*9yi') -N-^W^;) sl^T^J) -2H 
-^y^/^-l-tV6. 6g£#fc 0 1 H — NMR (CDC1 S ) 5 : 

I. 48 (9H, s), 2. 45 (3H, s), 2. 7 7-2. 8 6 (2H, 
m), 3. 15-3. 2 3 (2H, m), 3. 27 (2H, s), 5. 20-5. 

25 2 8 (1H, m), 5. 4 6 (1H, s), 7. 11 ( 1 H, t, J = 8Hz), 
7. 28 (1H, d, J = 8Hz), 7. 46 (l'H, t, J = 8Hz), 8. 
2 1 (1H, d d, J = 1Hz, 8Hz). 

3- (2- (N — {t--?h*i/%fl'tf-A'*7M -N-^5vKT$y) 
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iW^;) -2H — f y>- 1-^2. og^?;-^2o 
^7^- i-^/v) -2H-^ry^y yy-i-tyo. 3 

8g^#fc, 1 H— NMR (DMSO-d 6 ) 5:2. 3 0 (3H, s), 2. 
72 (2H, t, J = 5Hz), 3. 11 (2H, s), 3. 65 (2H, t, 
10 J = 5H.z), 6. 5 1 (1H, s), 7. 45-7. 5 1 (1H, m), 7. 
61-7. 73 (2H, m), 8. 15-8. 18 ( 1 H, m), 11. 5.1 
(1H, b r s). 

mmm 2 as 

15 9 i /v^-^^/V'#=/V') - 3 -->tv t°p p-^i. 0 g %m^x$mm 8 

2tl^BUz:£&S:fTV\ 5-^^/V-3- [1- (t-^/V^SO&A'tf? 

^_3_^/u] -2H-^y= 3 r/ v^-i-^ryo. 2g& 
#fc 0 5-^^-3- [i-.(t-y^7V^^/v^=/v) fayi?y 

-2H-y(y^/ Vy-l-^yO. 2 g%?VU7jvVJ»2m 
20 1 ts 4 m o 1 /LWSt-^pt^-fy 1 m 1 *iB^tf Ufc B 

**TflL $^*MLTffifflLfc*S*fcttfcU 5-^^-3- (t'P!) 

s^-s-^ao -2H-- f y^v v >-i-*>&atMLo. 2g&mtc 0 
5-y^/v-3- (t o P!/^y-3-^) -2H-^y^y V^-l-* 

ymmo. 2 g%mm&i8 2 tmm^Rjts^n^\ 5-^^-3- (1 

25 -y^/vt'n y-^-s-> f/v) -2H-> ry^y y y-i-*yo. ig 

&#fc. »H-NMR (3 0 0MHz s CDC 1 3 ) 6:1, 82-1. 95 

(1H, m), 2. 10-2. 2 2 (1H, m), 2. 3 0-2. 4 3 (2H, 
m), 2. 4 9 (3H, s), 2.. 9 9-3. 0 2 (1H, m), 3. 13-3. 
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25 (2H, m), 6. 32 (1H, s), 7. 29 (1H, t, J = 7. 8 
Hz),- 7. 44 (1H, d, J = 7. 8Hz), 8. 23 ( 1 H, d, J = 
7. 8Hz), 10. 4 (1H, brs) 
H;&g0!l2 4 9 • 

5 N, N-^f;V-2-^f^X7^ K2. lgtl- (t-^fvu;*- 
3riO&/V3j?=/l') -3—>7; t'n y 5?yi. 0 g ^V^HIS^ 8 2 t H 
«tSJt&SrfrV\ 3- [1- it -7?>A'***sii A**-*) VnWls- 
$-4>v\ -2H--fy^;yv-i-i-yo. 25g£#fc 0 3- [1 - 
(t-^A'^-*v*^#=A'). fa y ^y-3->f/v] -2H — rV^ry 

10 jy-l'.-tyO. 2glr^OD^A2mll^U 4mol/LSi 

fcJ£ft«r«RU 3- (tfoyi?y-3-^ f/v) -2H-^y^/yv-i 
-*xmm.O. 2 3g£#fc„ 3- (fay i?i/-3— </V) -2H-- f 

y^;yy-i-tytilo. 2 g SrHJi^j 8 2 1 ^#{c^^v\ 3 

15 -(l-^^-/^n]) f J>-3-^^)-2H-yCy^y y>-i-*>o. 
1 1 g£#fc e ! H-NMR (3 0 OMHz % CDC 1 3 ) 5:1. 8 0-1. 
95 (1H, m), 2. 0 5-2. 2 2 ( 1 H, mj, 2. 2 2-2. 4 3 (2 
H, m), 2. 43 (3H, s), 2. 9 8-3. 0 2 ( 1 H, m), 3. 13 
-3. 19 (2H, m), 6. 21 (1H, s), 7. 38-7. 45 (2H, 

20 m), 7. 5 7-7. 6 2 ( 1 H, m), 8. 36 ( 1 H, d, J = 7. 8H 
z), 10. 4 (1H, brs) 
MS (ESI) 2 2 9 (M + + 1) 
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35 36 
Q 




H 3 C N 



CH 3 O 




H 



OH On. c „ 3 
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38* <t <^Lfc 0 roi^ftlr 1 6 > v ^a-C«S3iU ^-^V* 5 0 <C 

mwztiZo ..." 
' io imfi i : p a r p mm^mmim 

BmMtLXM.&Z.fc<Dt h PAR P (4 667-02 X, Trevig 
en) fcttffikfc. ^FADP9t:^/W^iSl4> (10m' 
M Tris/HCl (pH8. 0), 1 mM MgCl 2 , 2 8mM KC" 
1, 2 8mM NaCl) C 3 H-NAD (1. 85kBq, NAD [7f= 
15 y-2, 8- 3 H],M^)^Wactivated DNA (0. 0 
2mg/mL. 4667-03 X, Trevigen) SrJDx. % 
*n-T5rfciB*6§*fc. 2 StTl 5^^a^-^a.yi,fcts 2 
0%h^nn m <fc V £j£&fl*lk & Cfc»^»tt^«* GF/B 
7 -f /l^-KM $ tf fc, 7 -f -Sr 5 % h y jJ' n n g^-CjRE*^ Lfc 

tc 0 PARP M#ttty7-/V0MIi?r7'7y^It Lt 

g L§i < £ i t?»3fe u &vm\&m<o 5 o ( i c B 0 m ttte 

^^^■^^r/KOSfcH-jMa:* 1 0 0 % i LTUffi Lfc. 3 lnl«!j^Lr# 

25 
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mi 





trn .*-<■» v-r* icL. 

PARP Pl^^tt 
IC 5D (nM) 






PARP PJ-WfilTE 
IC 50 (nM) 


mMffl i 


42 , 38** 




176 


44 


3 


70 




178 


23 


4 


42 




181 


22 


12 


34 , 37* 13 




183 


44 


18 


56 




184 


26 


19 


25 




186 


14 


20 


75 




188 


57 


21 


82 




189 


17 


22 


96 




190 


39 


28 


63 




205 


54 


29 


65 




212 


- 23 


82 


34 




213 


57 


85 


47 




214 


45 


86 


61 




217 


28 


90 


26 




218 


26 








z xy 


DO 


98 


87 




220 


77 


106 


40 




221 


42 


• 107 


45 




222 


36 


108 


12 




225 


26 


121 


37 




226 


31 


138 


58 




228 


72 


145 


39 




248 


68 


' 153 


36 


Pf izer*l 




240 


156 


35 


Y-3011*2 




50 


■ 161 


39 


Y-3010*2 




5100 


165 


52 


Y-3079*2 




79 


172 


49 


(DPQ) 


*3 


1000 



5*1 .-Pfizer tt*EB4MttKl 1 7 4 2 7 2 1 06 2 3 

5 7-»^fc|S«0^fcflltT«tbfcTIBflS'fr«**i-. 
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*2 :Y-3011 N Y-3 0 1 0 ifeitfY- 3 0 7 9 J4 % 4&&0g4 6-1 
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(12) 5 - y ^/u- 3 - ( 4 - i?y f/i'T $ j t°^< y 1 
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y^/y^-i-ty, 

(3 9) 5-T$/-3- U-y^t^^-l-^VV) -2H — f 
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20 ( 66 ) 3 - {4 - [5 - ( t"^ y S?^- 1 --Y/V) ^y^/V] 
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vy - i - 4 fr) - 2H-4y*/yy-i-# 
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5 1 -^-^1/5tK#»^ 

(8 3) 3 - ( (4 - ^f/^^7^V - 1 --T^) #/W# = /l-) 
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(100) 4 - ( 4 - ^ n p 7 ^^/V) - 3- ( 1 - ?vHf ^ 

(101) 5, 3- (tf^y^^-4 — r/v) -2H — ry 
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x^v-2H — r y^y y 1 

(110) 5- (4-^^t°^<7v?y- 1—T/V) -6H-fx/ [2, 

3-c] t°y 7-^->-, 
io (ill) 5- (4-^^/vT$y tr^y^-i-< f/v) -6H-fx 

/ [2, 3-c] fyi^-7-;*-^ 

(112) 6- (4-y^t°^7-^^- l-f'/W) -5H-fx; [3, 

2-c] 

(113) 6- (4-^^/VT$y fcV^JJi^-l-' <)V) -5H-fx 
15 / [3, 2-c] f y v^-4-^>% 

(114) 3- (4-y^/wt^y^^- -2H-^yX [f] 

(lis) 3- (4-^w$y f^y^y-i-> f/v) -2H-^ 
x [ f ] >r y apy y ^- i -*> % 

20 (1 1 6) 3- (4-^f/V^7i?y- 1-4 M -2H-^X [h] 

^y^yyy-i-t^ 

di7) 3- (4-^y^/vr^y t^y^y-i—oi') -2H-^y 
x [h] ^y^yyy-i-ty 

(118) 7- (4-y^/Vt°-<7v f ^- 1— Y^v) -6H-i, 
25 i?y-5-3r> s 

(119) 7- (4-v ? y^/VT5/t°^y^^-l-^/V) -6H-1, 
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6 — r y^v *S>- 5 
(12 0) 8-^^-2- (t°^y 

(12 1) 2- (l-^f;Vf'<i)i;y-4-^;i') -8-^^ 
5 ;i'-3H-^ft/y>-4-t^ 1 

(12 3) 8-7 { h^i/-2 - ( 1 - * fvl" fcT"« V & V - 4 - <4 
)V) -3H-^ft/!J^-4-ty, 

(12 4) 8-fc Kn=¥S/—2- (l-^f;^y i?y-4--i'/V) -3 
H-^r^-yy ^-4-^-^ s 

10 (12 5) 8-7/V^"t3-2- (l-^fvVtf^JJ v^-4-^/V) -3H 

(12 6) 8-^nn-2- ( 1 ^/Vt°-< U v^- 4 -3H- 

(12 7) 8-^n^--2- (1 -^^vVtV^y v^-4--fA<) -3H- 
15 ^>'j;>'-4~^>' % 

(12 8) 8-^h^i^-2- (4-i?^f A'TS / '^ - 
<<)V) -3H-W!Jy-4-^ 
(12 9) 8-fc Ko*V-2~ (4-^W5;^o^fy-l 

r/v) -3H-wyy-4-ty > 

20 (1 3 0) 8-7/^D-2- (4-^W^/^n^affy-l- 
-T/V) -3H-W!Jy-4-t^ 
(131) 8-^pb-2- (4-^/^T^y->^n^^^-l--f 

/w) -3H-Wi;y-4-^ 

(13 2) 8-^d^E— 2- {4- f J*'3-tVT^;i'?u^*y-y-l-'( 
25 /W) -3H-WDV-4-ty, 

(13 3) 2- (1-TlFtr^P [2. 2. 2l *?*ls-3-J'A') - 
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3 H-^-ty ])>~4 -*y s 

(13 4) 2- ( [2. 2. 2] ^"^^^-3 — f/V) 

-3H-W!Jy-4-^ 
(13 5) 2- (8-^^V-8-T1flf^n [3. 2. 
5 3-^f/V) - U ^-4-tf->\ 

(13 6) 2- (4-v ? ^^T^yi/^n^^^-l— T/l/) -3H- 

(13 7) 8-*<?/l'-2- (4-^^f/V75y->^a^^ft 
^-1-V/V) - 3H-^t/!)y-4-tV, 
10 (138) 2 - (1-Tiftfv-^n [2. 2. 2] ^-^^^-3 
--f/V-) - 8- ^f/V-3H-^t/!l>'-4-ty i 
(139) 2 - ( (1 - 7f tTi^^ n [2. 2. 2 ^ - 

3 ;V) * - 8 f-Ar- 3 H - ^-TV !iy-4-*y, 

(14 0) 2- (2- (^W?;) -3H-^t/!Jy-4 
15 -tf-^ 

(14 1) 2- (3- (^f/V75/) T'ckW) -3H-W!)y- 

(14 2) 2- (5- (vM9vV7^y) -<^Ad -3H-WP^- 
4-^ % 

20 (1 4 3 ) 8-^^-2- (8-^^-8 -Tiffin [3. 2. 1] 
> — 3 — ^T/l^) -3H-WP^-4-*V, 
(14 4) 8-^^-2- (2- 3i^/V) 

-3H-^t/!)y-4-ty, 

(14 5) 8 - * <?)V- 2 - ( 3 - (v>^ f/V7 5: 7 ) -fn tT/V) 
25 -3H-^rt^!)y-4-ty, 

(14 6) 8 - ^ ^/V- 2 - ( 5 - ( ^7VT 5 7 ) ^^5vV) 
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-3H-^ftyyy-4-t>, 

(14 7) 3- (4- (^f/>7^;) i/^ n -v^rf-V- 1 - 

-ov) -2H-^y^;!)y-i-t>fcj;i; 

(14 8) 3- (3- (4-^^^7^y-l-^/H 

5 tvv-) - 2H-^y^f/!Jy-i-ty 

7. (15 1) (R) -3- (2-fc FD^Wf/l'-4-^^/V^ 
10 (15 2) (S) -3- ( 2 - 1 Kn ^~>y f /V- 4 -y f ;Hf ^7 i^^ — 

1-^) -2h — fy=¥/ y v-i-Jri/, 

(15 3) 3- (3-fc KP^ri/7«9 L /V-4-^^/Vt p ^7^^-l-^/V) 

- 5 - y f 2H-^ y ^; y>- 1 - ty, 

(15 4) 3- (3 \-* i s1o>\<iS~;\'- 1 -V 

15 zi') -2H--^y^yyy-i-ty, 

(155) 3- o-^^t 8 ^^^- 1 --r/v) -2H — ry^yy^ 
- 1 

(15 6) (S) -3- (3-t K P ^'>y f/V- 4 - y f /Hf^7 

1— f/v) -2H-^y^yy^-i-^-^ 

20 (1 5 7) (R) —3— (3-t Kcr^'> , yf-/l'-4-yf-/VkV7v7> — 

1 — -f /v) -2H-- <y^y y v-i-^-i/ % 

(15 8) 3- (1 -y^vH^y v^^-4— r/I/) -3, 4-v ? bKn- 

(159) 8 -yfvv- 2- [2- (i^ai^/wr^y) ^/v] -3H-^ 
25 ty*y ^-4-^-^ % 

(16 2) 3- (3, 5 -i>*f-;V\f^y IsV) -2H-^fy^ 
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J V >— 1 -XlSs 

(16 3) 4- -3- (l-t^/u^y-py- 4 

-4;\<) -2H — (y*; yy-i-*^ 

(16 4) 4- (4-7/vta7x=;>) -3- (1 -p<?vH^!) v*^- 
5 -2H-^y^!)^-l-t>, 

(16 5) 8-^^/V-2- (2-t p ^Ui?/3i^/V) -3H-W!Jy 

(16 6) 8-^?vV-2- [2- (^V*!)y-4-^/l') ^fvv] -3 

10 (16 7) 4- (2-^h^7i^) -3- (l-^/n^JJ 
-2H-^y^;!)y-i-ty, 

(16 8) 4- (3-*^7jc=;U) -3- (l-^^f^y^-4 

->f/i/) -2H-^y^r/yy-i-ty> 

(169) 4- (2-^^/V7ai=;U) -3- (l-yf;vf'<Pv J y-4 
15 -2H-- fy^/!)y-l-ty> 

(170) 4- (3-y f^7i=^) -3- d-^/n^ys^- 

(17 1) 5-^ h^^^/^^v—3- (l-^^vv-tf*!) v^-4- 

-Y/v) -2H--ry^/!Jy-i-ty, 

20 (1 7 3 ) 8-^^-2- [5- (i/3Lf-/VT ^ / ) ^i^/V] -3H- 

(17 4) 8-^^vV—2- [4- (^^/VT^y) -3H-^ 

(17 5) 8-^9vV-2- [4- (i^fvVTS;/) T^/Ki 
25 -7->/y >-4-^-y, 

(17 6) 8-^^/V-2- [3- (t'ny^^-l— < >V) fxD£>V\ - 
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3H-W!)y-4-ty, 

(17 7) 7- (l-^^Hf-<}J^-4-^/V) -6H-1, 

Vs- 5-tyi/i o*#*p*. 

(17 8) 5-^^-3- -2H- 
(17 9) 4-y^/V-3- (1-^^V^y i?^-4-^;V) -2H- 

-<y^y y ^-l-a-^ 

(i8o) 5- (^w^) -3- (i-y^vn^y^-4— r 

10 (18 1) 5-T^y-3- (l-^^/V-^y v?^-4— <M -2H- 

-Yy^v y ^-i-;*-^ 

(18 2) 4- {2-y;v^ny -3- (l -y^vwtf^ij s?^- 
(18 3) 7-^op-3- (1 -y^/VtT^y -2H- 

15 ^y^uy-i-ty, 

(18 4) 5-t Fn=¥i/-3 - (1 -y^vVf^y 5?^-4->f AO - 3, 

4--^t kp-2h-^ y=¥/ y 1 -^-^ 
(18 5) 5-y fdfixy^v^^-3- (s-^y^T^yy'ntvio 
— 2H-- y y^r / y 1 -*->\ 

20 (1 8 6) 5 -tKn^-3- ( 3 5vV7 ^ y ^ fcT/lO -2H- 

y=3f y y ^— i -tvMfe 

(187) 5-yh^i/y ^/w^-^^- 3 - ( 4 - >^y ^vvr ^ > ^fvvo 
-2H--fy^y yv-i-ty 

(18 8) 5-t Ka=3rv—3- (4 - v>y ^/VT 5 / 7°^)^ -2H-' f 

25 y*; v^-i-a-^&MUs 

(18 9) 5-t Kp3->- 3- (2- (t°^y^^-l-^/V) ^^/V) 
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(19 0) 3- (l-y^-1, 2, 3, 6-f >7tKn^!).^-r4 

(i9i) 3- (l-^y^u^v^y-s-yf^) -2H- fy^yy 
(19 2) 3- f/v) -2H- Yy^/pv 

(19 3) 3- (l-^TyV-l, 2, 3, 6-fl7t 

-- r/i^) -2H-^y^y!Jy-i-t^ 

10 (19 4) 3- (3-t -2H-Y 
(19 5) 3 - (4 -ocfvv- ?vVfcV<9 1 — f /V) 

-2H-^y^;yy-i-^ 

(19 6) 3- (3-t Yu^^^^-A-^yf/V^^y^-l-^ 

15 /v) -2H-^y^/!)y-i-ty 

(19 7) 3- (4-^0-^-3-t Kodrixy^/Pt 0 ^^^^- 1 — ( 

/v) -2H-^y^f/!)y-i-^ 

(19 8) 5-^n^-3- (3-tKB^W^???y-l — f/V) 

-2H-^y^;!)y-i-ty, 

20 (1 9 9 ) 5-^0^-3- (3-t Kt3^v-y^/V-4-y^t: 0 ^7^ 

y-i-Y/v) -2H — fy^;yy-i-^ 
(200) 3- (4-f-^y^y tf^y s^-i— ivv) -2H-- fy=^y 
yy-i-ty 

(2 0 1) 3- (3-t Kn^f^tvy^-l-^/V) -2H-4 

25 y^/yy-i-ty, 

(2 0 2) 3 - ( 3 - (vM fvV^/W^'T/V) t°^<y 3?f- 1 -4 fr) ~ 
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(2 0 3) 3- (3-fc Kn4^^-/u-4--f y^/Vt^y^- 1 - 

(204) 3- [4- ^/v] -2H-^y^p.y- 

5 

(2 0 5) 5-7^*o-3^ (3-fc KP^^f/V-4-^^/l'K , -<7 
(2 0 6) 3- (3- (^/- fvVT 5 / y 5vV) t^y —f/V) - 

2H-^fy^y!)y-i-ty, 

10 (2 0 7) 6-^3^- 3- (l-y^t^y ^y-4-^/v) -2H- 

-fy^/uv-i-t^ 

(2 0 8) 7-^^-3- i^-4-^/V) -2H- 

(2 0 9) 8-y^;v-3- (l-^^;vk°^y ^y-4-^T/v) -2H- 

15 -y y^/ y y- 1 -3->\ 

(210) 7 -y h 3r>-y ^/i^^s/- 3 - ( i -y 3vn^<y s?^- 4 - 

(2 11) 7.-tKn**/-3- (1-y^/Hf-^y i^^-4-^/W -2 

h— r y *y y >- 1 -^-vaofcia, 

20 (212) (S) -3- (3-tKD^^f/V-4-yt/l'fcV7^y- 

i-^;v) -5-yf^-2H-^y^yyy-i-t^ 

(2 13) 3- (3- (t°P !i i^y- 1 -^/V) :/PfcW) -2H- <v* 
(2 14) 5-^0 0-3- (3-t Kn^f/V-4-^f/V^7~y 

25 is- 1 -lyv) - 2H-- c y=¥/ y i 

(2 16) 3- [3- (fcV<y ->f/V) 7"nf^] -2H-^y^r 
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(2 17) 5-tKn3fi/-3- (3- (tfnyi^-l — T/V) tW) 
(2 18) 5-^^-3- [2- (t 0 -<yt>^-l— f/V) a:?vl/| -2 

5 H-^fy^y y >--i-^-^ N 

(2 19) 3- [2- (f-iy^y-l — {/U) -2H- YV^/ 

y ^- 1 

(22 0) 3- [2- (fc'n y i?^- l ' -4 A) aifvKl -2H-^y^/ 

y ^- 1 

10 (2 2 1) 5-^^-3- [2- (t°n y ^V- 1 -^T/V) ^/V] -2 
(2 2 2) 5-^^-3- [3- (t°n y i^y- 1 -^T/V) 7°a f/W- 1 

->f/v] -2H-^fy^;!Jy-i-^ 

(2 2 3) 1, 5-ytKc-6- 2, 3, 6-ff7 

15 tKoty>yy-4-^;V) tr^o [4, 3-c] f!)^y-4-t^ 
(2 2 4) N, N-^^/V-3- (1 -T^/VtV^y v 5 ^- 1 -- f/U) - 

2H- 1 -^y-Y y=^y y^-5-^^^-^5: ki/4tK#»s 

(2 2 5) 5-y^/W-3- (^^tKP^yK5i?y-7-^) -2 

H-^y^y y ^- 1 -^->3/4^HMm,' 

20 (2 2 6) 5-^f;V-3- (^^fc Kn^y ^^-7-^^) - 2 

h — r y^y iiy-i -$r>i/ 2&ttnm, 

(2 2 7) 3- (l-y^/vt^y v^-l-^) -2H-l-t^y^f 
(2 2 8) 5-y^-3- [3- (K'^Wy-l-sfM /p tW] - 

25 2H-^y^y y ^- i-^-^ 

(22 9) 3- (i?yw$;) y^/w-2H— r y^y y ^~i-;t>\ 
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(2 3 0) 3- [ (4-^f/Hf^7^>-l-^/H ~2H-« f 

(2 3i) 3- (tv^y vst^M -2H-^y^;!Jy-i-rA 
(232) 3- [ (^e/v^y^-i-^/v) y.^yv] -2H-- ry^r/y^ 

5 

(2 3 3) 3- [ (*^t°^y^-i-^/v) y^u] -2H-- fy^y 

(2 3 4) 3- [3- (jfr^tV*!/ ^-1— T/V-) 7°ntV>] -2H — f 

y^y yy-i 

10 (2 3 5) 3- (l-^77^^t^y vV-4-^/V) -5-^9=-/^ 

- 2H-- r y^y y ^- 1 ~^i/4^mm, 

(2 3 6) 3- (4 - ^ f ;V- 3 - t^7 1°^7^- 1 -f/V) -5-* 

^v-2H-^y^y i;y-i-tyi/i o*#Jn4k 

(2 3 7) 3- (l-T^y t'^y^^-4-^/V) -5-y^/V-2H- 

15 y^y y 1 

(2 3 8) 3- (1- fcV<JJ ^-4-^) 

-5-y^-2H — fy^y vy-i-*>^ 

(2 3 9) 3- ( 1 - MJ 7/Vtn f 7 ^ U i^y- 4 -'f ;V) - 

5-^f;v-2H — ry^y.y ^-1-^-^ 

20 ( 2 4 0 ) 3- [2- (jfc^fcV^ys?^— l-'fA') xf/V]-2H — fy 

*y y ^-l-a-;^ 

(241) n— (5-y^-2H-i-^-#y-<y^y y f-a— fAO 

-2- (^f^7$y) T-fe^5 Ks 
(2 4 3) N- (5 -*<?>\>- 2H- 1 -**V-<( V 
25 -3- (^W^y) 7"n/^7$ K 

(244) 3- (i -i>^f-;vr $y f^y s^-4 — -5-y?vv 
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-2H — r y*¥/ V y- 1 -irv, 

(24 5) N— (5-^f/W-2H-l-tfy^y^/3)^-3-^) 
-4- ^fTSKx 
(24 6) N- (2H-1 -**yjy*S Vis- 3-' f/V) -4- (^ 

5 ^/vr 5 /) ^yr? K> 

(2 4 7) 3- (4-^^-2-^-=¥yfc°-<7^^-l— <M -2H- 

^ y^/ y ^- 1 -^-^s 

(2 4 8) 5-^^/U-3- (l-^^/Vfiay^-3— f/V) -2H- 

y^y y 1 feit^ 
10 (2 4 9) 3- (i-^Wn^i?y-3-^) -2H-^y^;y> 
- 1 -tf-v 

8. (I) l-*5^T, 

Ytt 

20 - (CH 2 ) m ~ N 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) D -. 

- (CH 2 ) m -CO- (CH 2 ) n - 

mftt)tn»P-*fetiIftoT, 1 ~ 1 0 

R 4 «tK^^1- 0 <&U - (CH 2 ) «-#««i*S*i-*. ) % 

25 ^L, 
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N, N-i?T ;V^;V% ;W<^4 ;V%fc.\%T /\s^*isT ^;v&*i/%7r;\s s 
R\ti?T ;v*;vr ^/Iztc ti^^fc V / *7rr$-f)\ h 5 V ^ teTlBsS; ( a ) 
~ (c) &&ir 



<»» (O 



5 




s it 1 ~ 4 c7)S^C^^1- 0 
10 t 0 ~ 3 ©SScSr^-f. 
u ft 1 ~ 3 ©IS^*t„ 

15 ^-r, 

77*^, T^;^/v*=-/V7 5/ *fc«TE^ (f) S:*i" 0 

(f) R 8 
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t' 14 1 ~ 3 (DMWL&TF-fo 
5 l&U ±«5£ (a) aStf^?j?vS:ij*11§£\ R 6 f4t Ka^T/V^S: 
£#TMr 5. 

R 8 f*7k*£^1- 0 )) 

9. (I) K&^T, 

Yf4 

20 - (CH 2 ) m ~, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n ~, 

- (CH 2 ) m -CO- (CH 2 ) n - 

7Fi- 0 R 4 fi7Km^-r 0 fiu - (ch 2 ) m -^wi^-a-r5c ) 

.25 U 
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~ (c) 



5 




w« c h * tc \tm.m^^-to 

io t \t o ~ 3 <^i&c£?5H- 0 
u « i ~ 3 <7>^£*1- „ 

15 ^-r 0 

;V#=/V7$y£;fcttTSB5£ (f) Sr^i". 
(f ) R s • 

I W 1 R 
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t' l ~ 3 tf>S$:&*1-% 
5 flu ±SES: (a) dSk°^7^^^1-#^ R 6 fifc KP^i/7;vW 

10 (IU X^asdJS^Sr^-tlfr&v Rte-hlB5£ (b) §r^1" 

10. ( 1 ) 5 - ;* ^A-- 3 - ( 4 ^/J-fc°-<7 v 5 ^- 1 - 

j - 2H-4 y * ; v >- i 

15 (2) 3- (3-v?^f/V7^;t'ayi;y-l-^^) -2H 

-^y*/!)y-.i-ty, 

(3) 3- (4-^>f^75;^P^V-l-^>) -2H 

- 4 y *r / y y - t - *y * 

(4) 3- (3-t ;nf^7i/V- 1 

(7) 3- (4 -7°n tVVt^^i^V- 1 - 2 H - ^ y 

(8) 3- ( 4 - * > TsfrtiTs-zW^y W- 1 ->f/V) -2 
25 (9) 3- ( 4 -rn b 3r -> /V n /V t°-<7 1 - *f /V) - 

2H-4 y* y v y - i - *■ y > 
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(10) 3 - (4 -y ^/l/^^f^^i^y- 1 -4 )V) - 2 H- 

(11) 5-^9vV-3- (4-^fmtV7i/>-i-^/v) -2H 

5 (12) s-y^/v-3- (4-^^f;v7^;t t '<y^y-i 

(13) 3- (8-^W5;^Bpi?y-l--f^) - 5 

- y. f-A* - 2 h - -i y ^ j y v - 1 - * V , 

(14) 5-y^/v-3- (4-*^*!);) - 2H->f y^y 

(17) 3- (4-t Ko^^t^y^y-l-^/>) - 5 - y 

2H-^y3r / yy-i-^y, 
(i 8) 5-y Y**s- 3 - (4 - ^f/nf^7e?y- i -<< 

-2H--<y^r / 

15 (19) 5-k ( 4 - y ^/wt°^y i^y- 1 ->f 

/w) - 2H-^y^y uy-i-ty, 

(2 0) 5-y/V^-n-3 - (4-^f/H^'<7^y-.l-^/V) 

-2H--ry^/yy-i-^-y, 

(2 1)5-^00-3 - (4 - y f;n^^7v?y - l ->f /u) 
20 -2H-^y^;yy-i-ty^ 

(22) 3 - (4-^f;^^7^y-l-'f/l') 

(23) 8-ynn-3 - (4->f^f^?^y- 1 ->f ^) 
25 ( 2 4 ) 7-y^/V-3- (4-yf/V^7^y-l-f^) -2H--T 

y^r/ py-i-ty 
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(25) 7-^P^-3 - 1-4^) 

(2 8) 5 - 7 frirv - 3 - (4-^^;>7^yt , '<5^>- 

5 (29) 5-^ut3-3 - (4-^^f/V7^tVpi?y-i 
--f/v) -2H-'fy*/!ly-l-t^, 
(3 0) 6-i>nn-3 - ( 4 - y ^/Hf 7 *J is - 1 - 4 -*0 

-2H-'f y^f; y ^ - i - ^- ^ N 

(3 1) 7 - - 3 - (4-^^f^7^y If^^^y- 1 

lo -^f/i') - 2H-^f y^/!)y-i-t^ 

(32) 5-^ s n^-3 - ( 4 - S? * f/>7 $ y J/ 5?^- 1 
-^f/V) - 2H--l'y=3f/!;>'-l-^-^, 
(3 3) 5-7^d-n-3- (4- (2-t Ko^i/xf ^) f 

i - 4 fr) - 2 h — i y> / y ^ - 1 —nrv^ 

15 (3 4) 6-^5^/1^-3- (4-^f/l't t '<7^y-l-^/I') 

-2H-^y^; ?y-i-ty, 

(3 5) 3- (4- (2-tJfn**/*fA') ^7^y-l- 

/W - 6-yf;v-2H-^y^/!)y-i-ty, 

(36) 8 - y ^/V- 3 - .( 4 - y f/V tV7i;y- 1 - ^ 

20 -2H--i'y^y yy-i-ty, 

(3 7) 7-^o^-3- (4- (2-fc Fn^acfvV) tVyi/y-i 

-'fAO -2H-^y^f/!)y-i-ty 
(3 8) 3 - (4 - y f^^7i?y - 1 -4 7V) - 5 - = h a - 

25 (3 9) 5 -7 57- 3 - (4 ^/Vt°^7 v 5 ^- 1 —<>»U) -2H--f 
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(41) 3 - [4 - (2-tKo **sx.?-A') is- 1 - 

■4 — 8 — y *5- >V — 2 H — 4 y y y y — 1 — $-~y s 

(43) 3 - [4-.(2-tFP* fx- ^JV) \f*< y i? y - l - 
'f/V] -7-^f;V-lH-'fy*;!JV-l-*y > 
5 (62) 3- {4- [2- (l^y^-l-^/W) Jt^rt'] tV^S^- 

l— f/v} -2H-- <y^y y 

(6 3) 3- {4 - [3- (tT'* y 1 -J/U) 7°ntW] 

t°^<7^^-i-^/k} - 2h-o*;p v - i - nry % 
(6 5) 3 - {4- [4- (tr^ y s?^- i --Y/v) y^^] tr 
io ^7^^-i-^/v) - 2H-^y=5f; 

(66) 3 - {4 - [5 - ( ^^y-l-^/W) ^^/V-] 

i - 2 H--f y ^ j y y- i -^-y N 

(6 9) 5-^5^-3- [4- (4-*/U*y/) f^y 1 -^jVl/) 

15 (70)5 -y ^/v- 3 - {4 — [ 2 - ( y e^^- 1 -V/v) 

(7 1 ) 5 - / ^/V - 3 - { 4 - [ 3 - ( lf-< y is - 1 - ;v) 
20 Hr V > 

(72) 5 - y - 3- {4 - [5 - (t°-<y^^-i--r^) 

(73) 5 f-;V- 3 - {4 - [4 - (tf^y^^-l-^/V) 

25 r/^/v] ^7i?y- i--r/W - 2H-^y^;ry-i-t 
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(7 4) 5 3 - {4 - [4- (4-^;V^!)y) 

zv] ^7^y-i-^/H - 2H--fy^;i)y-i-tv, 

(7 5) 5-^^/V-3- (4- (4- (4-^f/V^7^> 
-1-^/V) ^^;V) 5?^- 1 -4 )V) - 2H-jy*; 

5 }) y~ l - *y s 

(7 6) 7-^n^e-3 - {4 - [4 - ( If ^ V i? > - 1 .- <i /U) 

(77) 5 - * n P - 3 - {4 - [4 - ( f ^ V ^ - 1 - >f AO 

io ^^/v] f^^^y-i-'f/W - 2H-^y^;yy-i-t 

(78) 5-^d^-3 - {4 - [4 - (tf^iJi^-l-^/^) 

^> 

15 (80) 5-**n-3 - {4 - [4- ( 4 - -P' y ) :/ 3=- 

(si) 3 - ( tr^y i?-y- 4 --f/w) -2H--fy^/yy- 
(8 2) 3- (l-^/n^y ^-4--f/v) -2H-^ y^v y 

20 l-^-^l/57K#^, 

(83) 3 - ( (4 - y ^/l-t°^7^^- 1 -^A) #/l-# = /l<0 

- 2H--f y^fy y y- 1 - tv, 

(9 0) 3- (3- (^yf/V7^y) -5-*<f->V 

-2H-^y*y yy-i-tv, 

25 ( 9 3 ) 3 - (t'^JJ ^y-4-^/>) - 5- ^f/l'-2H-'i 

y y i -*>m.mM. 
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(95) p-3- (l-^^f-^y - 2H-^ 

y^/y^-i-;*-^ 

(9 7) 4-7^1=^-3 - (t°^y v>V- 4 -^/k) -2H- 

>f y*y y ^- i -rf-i'li 

5 (9 8) 3- (i-^f/wt^y - 4 - 7 ^ - 

(99) 4 - (4-yh =/V) - 3 - ( 1 *3-;V\?-< 

ji?y-4-^/v) - 2H-^y^r/!)v-i-ty, 

(100) 4 - (4-^nf7a-/V) - 3- (l-^f/Vtf^ 

10 V i?^- 4 -4 fr) - 2H-^y^/!)>-i-^ys 

(10 6) 5-7/U^-o-3- ( 1 - * f-fr f^y 4 — 

(10 7) 5-yb=3rv--3 - ( 1 - / ^/Hf'* V 5? V - 4 - ^ 

/v) - 2H-^fy^/yy-i-t^, 

15 (108) 5-t Kn^f->-3- ( 1 - y 5vV fc?'* y *? ^ - 4 - 

-f/v) -2H-^ y^ / yy-i-ty, 

(110) 5- (4-y ^/Vt°^7^y- 1 — f >V) -6H-fxy [2, 

3-c] try s^v- 7-*->\ 

(112) 6- u-y^vvt 0 ^-:^- 1 -5H-fxy [3, 

20 2-c] t°y^>--4-^-^ 

(114) 3- U-^^VVt^^y-l— iW) - 2H — <^X [ f ] 

/fy^yyy-i-^ 

di5) 3- (4-^^T^y tr^y^y-i-ivv') -2H-^ 
x [f] ^y^/yy-i-t^ 
25 (116) 3- (4-yf;vt^7v?y- 1 -w/v) - 2H-^yX [h] 

^y^r/y^-i-^ 
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(117) 3- (4-^^75 7 bf^y 1 — f /V) . - 2 H — <^ 

x [h] ^y^y v^-i-^. 

(120) 8-^^/v-2- (t^y *?-y- 1-4 fr) -3H-wy y 

-4-^ N 

5 (12 1) 2- ( 1 - y f-jfU t°^< y v 5 ^- 4 —4 A>) - 8 - * 
/V- 3H-^rt/!; 

(123) 8-^h^rv^-2 - (l-^^/V t°-< y y - 4 - 
/V) - 3H-^rt^!)y-4-t>'s 
(13 7) 8 -**1-)V-2- (4-^^f^75/v'^nA^t 
10 ^-1-^^) - 3H-^t , /!)y-4-t^ 

(138) 2 - (1-Tflf^^P [2. 2. 2] ^"^^i/-3 
- W fr) - 8 - y ^/V - 3H-*t/D >- A—Ttls* 

(139) 2 - ( (l-Tiflf.^^P [2. 2. 2]^-^^y- 
3 ->|W)> f-fr) - 8 -y ^yv- 3H-=ft^!) 

15 (14 4) 8 - t 2 - ( 2 - (vM fvvr 5 y ) 

(14 5) 8 - ^ 2 - ( 3 - (v>y f/V7 5 J ) 7°o f/V) 

-3H-^t/!)>-4-^y, 
(14 6) 8 2 - ( 5 - (i?y f/V7 5 7 ) ^<V^)V) 

20 -3H-=ar^-> f 'y>'-4-^-y N 

(147) 3- (4- (^^f;V7?;) 
-T/V) - 2 H ->f y y V >- 1 -^-^joJlTJ 5 

(14 8) 3- (3- (4-^f/v^?^y-i-f;v) 7*0 
t°;v) - 2H-^y^r/!)y-i-ty 
25 ^fc»tttb5||*Kl|B«©IB^yoaifl;-&J||j, ^©mtt*, -tilfe 
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11. (15 1) (R) -3- (2-fc Kn3r^fvl'-4-^/l'tr-< 
(15 2) (S) -3- (2-fc: Kt3^^^/l'-4-^^/H^'<7^^- 
5 (153) 3- (3-fc Yn^ist^fr-A-t^/VV^yitls-l-jfi) 
(15 4) 3- (3-^hdr">^/VJ}?=/l'-4-^^/Vt 0 ^7^>'- 1 — ( 

/v) -2H-^y^;yy-i-^v 

(15 5) 3- O-^f^tVyi/y-l-^^) -2H— fydr/y^ 
10 -1-^*^ 

(15 6) (S) -3- (3-t Kn^f^-4-^f/H:^7^- 

l-^f/v) -2H->fy^!;y-i-ty > 

(15 7) (R) -3- (3-fc Yv^ytJ-zV-A-tJ-^^Ji/ls- 
15 (15 8) 3- (l-y^/Ut°-<y^>'-4— IVV) -3, 4-i?tKn- 

2H-^y^/yy-i-ty, 

(15 9) 8-^^-2- [2- (v?if^75/) 3^/1"] -3H-^r 

•^-yy^-4-^-^ 

(162) 3- (3, 5-^^fc°-<7^^-l — (M —2H — 4 

20 1 

(16 3) 4-~(4-yf^7x=/V) -3- ( 1 -yf/Hf^P 4 

• — f/v) -2H-^y^;!)y-i-^ 

(16 4) 4- (4-7^to7i^) -3- ( 1 ^vPfcXy 

4-4/1") y*; vy-i-a-y, 

25 (1 6 5 ) 8-^5vV-2- (2-fc 0 ^y iV^A-) - 3H-*^/ V ^ 
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(16 6) 8-^9vV-2- [2- — ( ;l>) xf-fr] -3 
(16 7) 4- (2-y h^ri^ a =/!<<) -3- (l-^f/^y^y- 
5 (16 8) 4- O-^fVl^a^V) -3- (1 -^fvVfcV^y 5?^- 4 

->f/v) -2H--r y^/ y ^- i-^-^, 

(16 9) 4- (2-^f-^7rc^/V) -3- (I -y5vVfcV<y.i^-4 

-2H-^y^/PV-l-t>'v 
(17 0) 4- (3-^h>i/7i=;V) -3- (l-^^vVf^y 5?5^- 

io 4— Y;v) -2H-^y^;yy-i-ty, 

(17 1) 5-y h^->^^/V^^-3- (l-^^/Wf^y^-4- 

-2H— Yy^y 

(17 3) 8-^^-2- [5- (S^c^TS/) ^^Afl -3H- 

W!)y-4-tys 

15 (17 5) 8-^5VV-2- [4- (v^y^/VT^y) ^/V] -3H-^r 

y ^-4-^ % 

(17 6) 8-ygvv-2- [3- (ifoy^y-i-^/i') /atvv] - 
3 H-^r-^y* y 4 -^-^ 

(17 7) 7- (i -y^t^y i?y-4-j/i') -6H-1, 6-i-y 
20 ^Wi/-5-$-y i/i 0tK#»s 

(17 8) 5-y^-3- (i-y^/wfc^yi^-4— - ivv) -2h- 
y^y.y >- i -a->s 

(17 9) 4-y^/W-3- (l-y^t°^y^-4-^/W -2H- 

y^y y^-i-^-^ 
25 (18 0) 5- (^yfvvr^y) -3- (i-y^vt o ^y >?y-4--r 
/v) -2H-^y= J ryyy-i-ty, 
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(181) 5-T5/-3- (l-^TTH^JJ i?>—4 — iM -2H- 

(18 2) 4- (2-7/^P7i^) -3- (1 — ^/PtVsy i?^- 
4-^Vv) -2H-^y^7!Jy-l-t^ 
5 (18 3) 7-^Pn-3- ( 1 -y. 9vVfcV<y 4 — { A>) - 2 H- 

(1 84) 5-k Kd^>-3- (l-y^/H^y i^V-4-^/V) -3, 

4--^t Kn-2H— r y^v y ^- 1 

(18 5) 5 - ;* h f-JVOr**/- 3 - ( 3 - V* 5vVT $: 7 7*0 fcW) 

io -2H--fy^/y>-i-ty, 

(18 6) 5-tKn^y-3- (3-^y^/VT5 /7°n fcW) -2H- 

4 y 1 -*>mm., 

(18 7) 5-^ h^v-y^^v—3- 

-2H-^y^!)y-i-ty, 

15 (18 8) 5-tKn^>-3- (4-^wV/7^) -2H-^ 
(18 9) 5 - fc Kb *r 9 s- 3 - ( 2 - ( fc^y Vis- 1 -^/V) ^^) 

- 2H-/ r y^y y 1 

(19 0) 3- (1-y^/V-l, 2, 3, 6— r h7t Kntfy i^V-4 

20 -^;w) -2H->fy^;«jy-i-ty, 

(191) 3-- (l—o-vVn^y x?^-3-j/v) y*/ V 

(192) 3- (i-p<?vvtxy ^-3 — r/v) -2H->ry<*y y v 

- i -*y s 

25 (1 9 3 ) 3- (1-y^V-l, 2, 3, 6 — r b y t Ko f y W- 5 

--f/W -2H-^y^;y^-i-tv, 
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(19 4) 3- (3-t: Kn^v^^tf^S^- l-'TA') -2H—4 
(19 5) 3 - (4 ~^fly- 3-tKP 3r^y- v 5 ^- 1 ^) 

-2H — ry^y y^-i-^-^ 

5 (19 6) 3- (3-t Ko^f/V-4-7 , OlfA't p '<7^-l-'{ 

vv) -2H->r V y- 

(19 7) 3- (4 — <y^V-3-t FP^^^k^7^-l — T 

(19 8) 5-7*13^-3- (3-t KP^v'^/Vfc^y v^- 1 --|VV) 
10 - 2H — T y^r/ V >- 1 -a-^ 

(19 9) 5 --fu^:- 3 - (3-k Fn^f/P-4-^f/P^7v? 

^-1— < r/u) -2H-^rydr/ y y- 1 -^-^ 

(200) 3- (4-txyv?/txyi?y-i-vf;v) _ 2H — Yy^y 

y ^-i->a-i^ 

15 (2 0 1) 3- (3-t KP^fA'Wjl^y-l-'fA') ~2H — f 

y^f/yy-i-ty, 

(2 0 2) 3- (3- (i^5vl^W^-|VlO l^pS^-l— - 

2H-^y^y y >- 1 -^-y, 

(2 0 3) 3- (3-k KP^y>f^-4-^ y7"f /i^tX^^y- i - 

20 -2H--<y^yj)y-i-ty, 

(204) 3- [4- (^y^vvr^y) t^/v] -2H-^y^;!Jy- 

(2 0 5) 5-7/^n-3- (3 - 1 Kp 3rVy- ^/V- 4 -y fvUf^y 

i?y-i-^f^) -2H-^y^yyy-i-ty, 

25 ( 2 0 6 ) 3- (3- (^w$;^f;w) t^y-^iz-l — f/V) - 
2H-^ y^y y >- 1 
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(2 0 7) 6-7*9vV-3- — (M -2H- 
(2 0 8) 3- (l-^^/Vt 0 ^y^>—4— T/V) -2H- 

5 (2 0 9) 8-*?7V-3- -2H- 

y^/ D ^- 1 

(2 10) 7-> h^^^^-^-3- 

(2 11) 7-tKn^>-3- (1-^^f^y — Y/V) -2 

io h->t y^r/ v 1 -tf^sgfttSs 

(2 12) (S) -3- (3-t Vn^^-4-^f/V^7^- 

(2 13) 3- (3- {WVW-l-Jfr) -fxxMAd -2H-4V* 

15 (214) 5-^nn-3- (3-t Fn^f/V-4-^f;V^7v? 

(2 16) 3- [3- (tf-*ys^-l— -fAO ^otVv] -2H—fy^f 

■ (2 17) 5-tFn^-3- (3- (t°ny i^y-1— T/W) 7°* W 

20 -2H->ry^y y v-i-^. 

(218) 5-y^/>-3- [2- (tvy^y-i-f/v) -2 

(219) 3- [2- (tr^us?^- 1 -4M 

25 (220) 3- [2- (ifvy^-i-JM ^/v] -2H--fy^y 
y>—i-;tx> 
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(2 2 1) 5 — tf-jV— 3 - [2- (t°n U v 5 ^- 1 ->T^) ^5vV] —2 

H-^ry^y y y- 1 

(2 2 2) 5-^^-3- [3- (t°ny^y-l-^/U) :/cr fcVW- 1 

-2H-- ry=^y y^-i-^-v N 

5 (2 2 3) 1, 5-^tKo-6- (1-y^/V-l, 2, 3, 6-Th? 
t Knt°!)^y-4--r^) ^7^n [4, 3-c] t°y s?v- 4 
(2 2 4) N, N-VV9VV-3- ( 1 — y f;Vf^ V 1 — < M - 

2H- 1 -^y^r y^f/ y y-s-^^-y-s. Ki/4*f«6^ 

(2 2 5) 5-^^-3- -2 

io h-^ y=¥y y y- i -^-^3/47X#»s 

(2 2 6) 5-y?vV-3- (^"^^t Kn-f >Kyi^>-7->r/V) -2 

h — r y^y y y- 2 7X#^ra^ 

(227) 3- (l-ygvut^y^y-i-wvi') - 2H- 1 -^y-f 

15 (2 2 8) 5-y^/V-3- [3- (f ^<y 1 — i )V) :/p fcVkl - 

2H-- r y^y y y- 1 -^-y 

(229) 3- (v^y^VKT^y) ^f;v-2H- -ry^y !)^-i-ty 

(2 3 0) 3- [ (4->^t^7^y-l-^/V) y^Vk] -2H--T 

y^y yy- 1 

20 (231) 3- (t°^y i^y ygvv) -2H-- f y*y y y-i-^-y, 

(2 3 2) 3- [ (^;v*!Jy-l-^;v) y^/kl -2H-^fy^;!)y 

-i-^-y s 

(233) 3- [ (*^-t°-<y i^^- 1 ->r^) y^/v] -2H-^y^y 
yy-i-ty 

25 (2 3 4) 3- [3- t°-<y i?y- 1 -^/W) 7*n fcVl-] -2H-^T 

y^/py-i-ty 
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(2 3 5) 3- (1 - r 4 -<4/V) -5~^T^ 

(2 3 6) 3- \?s<7i?y- 1 -<{A>) -5-y 

^-2H-/fy^;yy-i-*yi/io*M, 

5 (2 3 7) 3- (l-T5:/t , ^yi?y-4— ^/V) -5-^f/V-2H- 

(2 3 8) 3- (1- (y^*/V/fr-/KT$/) tf^Pi?^-4-^/U) 

(2 3 9) 3- (1- h V 7/VtB7t hT^y fcV*!J v 5 ^- 4 — f A-) - 

(24 0) 3- [2- (^f^<y^-l->r/V) -2H-^y 

*j y ^- l-^-y. 

(241) n- (5-y^-2H-i-t^y^y^yy^-3-^;v) 

-2- (^f/V7 5;) 7t^U\ 
15 (2 4 3) N- (5-y.f/V-2H-l-t^y^y^ y^-3— 
-3- (^f;V7$/) ^n/W^K, 

(244) 3- (l— i?y^/vT^/tr^y ^^-4—Y/v) 
- 2 f y y 1 -nrv s 

(2 4 5) n- (5-yf;w2H-i-t^y^y^yyy-3-^^) 
20 -4- (^yw?/) :/*^r$h\ 

(2 4 6) n- (2H- 1 -^y-r y^y y V-3 — OV) -4- (v^ 

(2 4 7) 3- (4-yf/W2-^yt^7^-l-'f^) -2H~ 

'fy^yyy-i-^-y 

25 ( 2 4 8 ) 5-y?vV-3- ( 1 -y ^/Hfn Jl i?^- 3 ->f/V) -2H- 

y^y y ^- 1 -*v s 
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(249) 3- (i-/f/vifny*?y-3-^) -2H^y^;yy 

5 12. -rjR5£-(I) (C&^T, 

10 (CH 2 ) m - (5£4\ mfio^fcttl-l oomk&^t) «r*U 

R^^^T^^tK ifcS^ttTlB:* (a) (b) 

-r 



t 0 ~ 3 ©S^C^r^-fo 
20 R 5 &tf R 5 ' £fcii*fcoT % -Weft t Kn ^fTA***'***-*-. 

ft b © EHifp^ £ ft -s -t ft e> »4s» * tt-t ft e> ©tk»^ 0 
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1 3. 



(I) t-*5^T, 



YtfS- (CH 2 ) m - (5£f N m #o*fcr41~3©Safc&3rt) Sr^U 

10 R^^T/l/W^/^ TIB^ (a), 
(a) R 5 



(5£«f\ WjJSCHSfcliWSIf^St. 

t jflS 1 * fc« 2 (Drnwu^-Tc 
Rfi^t Kn^VT/v=¥/v^U R 6 ' te*Iff£^1- 0 
15 R 6 dS7)c^s T^/u*fctt^TA"¥A'T5/«r*^- 0 ) 
t.tc\$Tm& (b) Sr^f 




(b) 




20 



t & 2 <DWk*ft-t 0 
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14. (1) 5-^^/V-3- (4-*<?/l>t'^i?y-l-sr/l') -2 
5 (3) 3- (4 - ^ / t°-<V 1 -^/W) - 2H 

(4) 3 - (3-t Fo= J E-i/^f/l'-4-^f/Hf'<7^y- 1. 
(12) 5-7^^/^-3- (4-^^f/l'75/^^^V-l 

io -^^) - 2H-^y*;])y-i-ty N 

(1 9) 5-fc Kp^*/-3- ( 4 - tvV t* ^ 7 ^ - 1 - 4 

/v) - 2H-^y^/yy-i-ty, 

(8 2) 3- (l-?i^ir^<V^-4-yf/U) -2H-4 y^-y 
15 (9 0) 3- (3- (i^^f/l'T?;) 7 P nbf/l') -5-^/1- 

-2H-^y^;!)y-i-t>, 

(9 8) 3- (1-^f/Hf^P -4-7 3i = 

(108) 5-t - (1 ~ y i?^- 4 - 

20 - 2H-^y^;yy-i-tyj3j:^ 

(121) 2- (l-^f;vif^y^>'-4-'r;i') -8-^9- 

25 1 5. (1 5 6) (S) -3- (3-t Fn^^f;W- 4-^^t°-< 

7-^>—i--r^) - 2H-^ y=¥/ y>-i-^-^. 
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(17 8) 5-^?VV-3- (l-/^/U^])Py~4— 4A>) -2H-. 
(181) 5-TS/-3- {l-tf'/W^yVl'-A-J M -2H- 
5 (18 6) 5-tKn^ri/-3- (3 y 7°a tW-) -2H- 

-y y=*v y ^- 1 
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